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(57) Abstract: A compound represented by the formula (I) [wherein R represents an optionally substituted hydrocarbon group or 
optionally substituted heterocyclic group; p is 0, 1, or 2, provided that when p is 2, then the R's may be the same or different; R 1 
represents hydrogen or an optionally substituted hydrocarbon group; R 2 represents an optionally substituted aromatic group; ring A 
represents an optionally substituted monocyclic aromatic ring or optionally substituted bicyclic aromatic fused ring; X 1 represents 
oxygen or sulfur; X 2 represents a bond, oxygen, or -S(0)n- (n is 0, 1, or 2); Y represents a bond, oxygen, -S(0)m-, -C(=0)-N(R 3 )-, 
or -N(R 3 )-C(=0)- (R 3 represents hydrogen, an optionally substituted hydrocarbon group, or an optionally substituted heterocyclic 
group and m is 0, 1, or 2); M l , M 2 , and M 3 may be the same or different and each independently represents a bond or an optionally 
substituted divalent aliphatic hydrocarbon group; and M 4 represents an optionally substituted divalent aliphatic hydrocarbon group] 
or a salt of the compound. They are useful as a preventive/therapeutic agent for abnormal lipid metabolism, arteriosclerotic diseases, 
secondary diseases thereof, diabetes, etc. 
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(57) m&l: 

(R)P - 

S^m^^^ttaiUlS^Sr^U^ X 2 f**££^ iteHJW-T-*fct4-S (O) n- 
(^^t, nftO, l*ycifi2^^-t-) YI^-a-#. Bft*IR-?\ -S (O) 

m-, -C (=0) -N (R 3 ) -*fcte-N (R 3 ) -C (=0) - (R 3 ti s 

Tkmm*. m& z tit v x v ^ask*** tsgm $ tit v t> £ v ^atst 

ft-eh43Ufcb-t\ m — *fcf*^^oTV>T 1 t»i<, ^^3= £*l,Tl>T 
J;VN2flfioJ!II»m^^7K^^U. M 4 f^&£*btv>Tt><fc^2fa<z>jmjte 
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PCT/JP2003/011308 



7 7>&it&3'*7=>nmfc&£xfi*<Dmmm& 

^t=f-yy- J*mMfflJfc^&%:£ifc (Peroxisome Prolif 
erator Activated Re c e p t o r : PPAR) 111990 

m&teli-fZf^^nt tt^ v-~^?£titi%:®fcX*h<9 (fNatur 
e J x 1 9 9 03^ 3 4 7, p. 6 4 5) , TOfl&tfvWE-^ijoil^ 

Mitf&vfxi'tt v t-r^m^mwtmm^ww-m^x^^o p p 

ARt^*3V^-CttwiX*-etJ:P PAR a> PPAR6feJ:t;PPARv©3t©t 

zft^cftimfeisfrx^Zo ppARattira fom, wwl bjw, mitm, # 
ppar 5 msm^m^j:<WMm^m^x^^^t^btix^^ 0 

V^-fttcOP PARt> KX l^-feT"* — (RXR) ^^^fnliji|c|: 

^j£LT«ft»fc^<D#£ttDNAgMftIEyiJ (PPRE) lOi£^UfflJ«fT9o 

P P AR af^lb^{iy 7K^^^®y^— tefcattiD ( TEMBO Journ 
a 1 J. 1 9 9 1 5 N p. 5 3 3 6) tT^C- I I I (Dm^LZtflffl ( r Journal 

of Clinical InvestigationJ „ 1 9 9 5^, 95. p. 705) X^X b D W ± 

)) K-y y?v#*±>"*?n<D^tzfem£i£Zo jjthl as^k is/te, * 
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( r Journal of Biological Chemistry J , 1 998^, 273, p. 16710), 

y-jxizmfe-t z> mm. & mmmzfoti \^km £ * 5 ( r journal of Bioiogi ca i 

Chemistryj , 1 9 9 8*£, 2 7 3, p. 5 6 7 8) , PPARalit Y\Z 

rfcl^-CT^A- I a^^rjE}cPtHi-6r btim&£tlX\,^Z> ( Ijournal of 
Biological Chemistryj ,1 9 9 4^, 269, p. 3 10 12) , ^tlb(D%g 

h y ^y-try KSrteTS** b bW^]k*&®&» tf*>'*?U&t£M£itX, 

-c*pe>*t-c^5flgst<er3i^-f-ct-»*-cfflVNe>nT*5 9 , ppARaf^ii^ 

5 0 £fc, PPARa^ftl^tnil^ffii: LTfi> JrrB£/WrCAT Pi 

^f^m-cfe5^yyif^Pitt5i*t^^^tot>ioucp 

2 (uncoupling protein-2) &Rz»-t"Sf^ffl^JW LT*3 
9 ( TBiochemical and Biophysical Research CommunicationsJ , 19 9 9 
2 5 7, p. 8 7 9$5<J;0* TBiochimica et Biophysica ActaJ , 2 00 1^ 1 
5 3 0, p. 15) , -Wfeffifc^^XhUCP- 3 (uncoupling p 
r o t e i n-3) ZmMTZ^mtbtlX^^ bfrb ( TFASEB J o 
urnalj, 2 00 1^ 15, p. 833), ^/V=¥— m&<DrCMfc£ 5 

m&mYtm^ y ^mm&mw?m ( fDiabetesj , 2001^ 

5 0, p. 4 11) &W8*Mo ppARafit h^ribM¥m^« 

m^TMt, PPARoWli I L- 1 j3ifiiJ$CtCj;3 I L-6©»«1 
ffij-r5r i: (TNatureJ, 1 9 9 8*F, 393, p. 7 9 0) ^, TNF 

-a^i L- l j3C<fc5jfeW^*fflia^vCAM- l^mSr^Ji-S^i: ( rc 

irculationj, 199 9*£, 9 9, p. 3 12 5) &Wi&£tlX$3*) , 

PPARaMKiSR-BI (scavenger receptor 
B class I) iJi^ABCAl (ATP binding casse 



WO 2004/022551 PCT/JP2003/0 11308 




tte transporter A 1 ) <£>$g^3r_L#£-£5 £ t fl s JSLffl £ttT 
*5 9 (fCirculationJ, 2000^ 101, p. 2411 iSXU 
Mature Me d i c i n e J , 200 If, 7, p. 53) , = U^T 

>WftT© A B C A 1 limttS&teoM^ u — /KO«Mf»»«:iEiii"« r. £ 
h ( r Journal of Clinical InvestigationJ , 2 0 0 1 f , 108, p. 303), 
M 3 k77n-;V«fflfcl#T*|5 0 PPARafidiiaDv;? 
*<z>:7^:/y / — yv^jftLff u^wriM6Ti-5£^5$g^ri § &£n ( TB 1 o o 

dj , 9 3, 1 9 9 9f , p. 2 9 9 1) , jjM&gj&&«JflJ-rS £ tllioty 

7— ^mm.(o^M.m^ h&w\ffl-rz*im&&7Fi^x^z> 0 



P PAR 6 (PPARj3fe5V>|j:t h©i^NUC I <btfF$H5) OrtHtt 
I) KISS** bTS^M^^/w^n^^ih^ ^ !) i^s^tf btiZ> 0 P P 

AR5{t#jie<j{^mbTv^5^ % ^t^m^&v^tejii, mm. >bmxtbz> 0 

«AP {£^y#*:/^, £JitB#h y ;/y-fey K*3«t 

t^JM^ 1) ^£{g;T£-B:<5 ( TProceedings of the National Academy 

of Sciences of the United States of America] , 2 0 0 1 f , 9 8, p . 53 
0 6) , d b/d b-^!>^{C*5V^THDL-Ciiiaf^ffl^-t-- t ( TFEBS 
letter sj , 200 Of, 4 7 3, p. 3 3 3) H>m&£ *Vt<^-5 0 Lfc 
^oT, PPAR 6<D^»iMfi, ifiL^iKll^^t^^WS^^^^ix, Wi 

y i,ffi.jfcVk>b%i&m<Dmm z^m-r z> mm t * 5 ^ntm*^ & 3 0 

*fc, PPAR 6 ^l)i(j:^!J7»W • ^£^^"6 <t 5^£P <btlT 
1^-5 ( TMolecular and Cellular BiologyJ , 2 0 0 Of, 2 0, p. 5 119 
ioXU TGliaJ, 2001 f, 33. p. 191) „ £tb(C, PPAR 6 if 
WiMn, t VXffimmmWIfe&ftiki&mftft&^-t-Z t ( rjournal of Biological 
ChemistryJ , 1999 f, 274, p. 21920; (Journal of Biological 
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ChemistryJ , 2 00 0^, 275, p. 38768; Tjournal of Biological 
ChemistryJ, 2 00 1^ 2 7 6, p. 3 17 5) ; 7 y h^«ttJ ? t b#*&j&$l 
Jja<DUCP-2*3«tD ? UCP-3^^,{J£iif^ffl<S:^i-r t ( T Journal of 
Biological ChemistryJ 2 0 0 1^, 276, p. 1085 3 jo fEndo 
5 c r i n o 1 o g y J , 2 00 1^, 142, p. 4189) ; M ffjtBE* h \s 

XizXZ'gMMffltifofE&ffiffl-fZZ.t ( Tjournal of Biological ChemistryJ , 
2 00 2^, 2 7 7, p. 2 134 1) fim&£ftX\<^Z> 0 £ hK, PPARfi 
-Xm^ (TCellj, 1 9 9 9^, 99, p. 33 5$o£Tf TProceedings 
of the National Academy of Sciences of the United States of AmericaJ , 2 
10 0 0 1^ 98, p. 2598), t&M&fCDMfiZ ( TGenes and Development J , 

1999^-, 13, p. 1561) , fiftfl-SBjat^ttSfl-iaitZf^ffl ( Tjournal 
of Biological ChemistryJ , 2 000^ 275, p. 8126), ^jE^jott 
<5Tatf7* h— ( TGenes and Development. J , 2001 15, p. 32 
6 3), m\Z.&tfZ> 217^-C o A&f$&&<Dfflffl ( Tjournal of Biological 
15 ChemistryJ, 1 9 9 9^, 2 7 4, p. 3 5 8 8 1) b MiS-T5 ^ ktm&Ztl 

TV>5 0 SfcPPARS^illCO^t, iMf9 2/l 04 6 8f/^7 

So 

20 

Ttt\ -7ax*?7>i?^D 2 1 5— t^^-A 1 2 • 

1 4 7*D^^^7^J 2 ^ppAR yOlftm&Vtf^ K-efc5BTl6tt« 

*i338lrts PPARy©y^y KJSttSrW U * $ <b fatei&Titm fc 5 v ^iflg 
JtelfflJja^LiSii^ffl^SjZ^-t-^- fcj&SWHLfc (TCellj, 1995 8 
3, p. 8 0 3; Tjournal of Biological ChemistryJ , 1995 ^F, 270, 
p. 1 2 9 5 3 ; Tjournal of Medicinal ChemistryJ , 1 9 9 6 ^E, 39, p. 
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6 5 5) o £<btci, ®t hmmm&m*<Dj%mmifo\zppARvi>mm.^ 

PPARyV#^h~<Dffiil)U\Z£^X*:<Dtgm&i$lt-$-Z>Z.k ( Tproceedings of 
the National Academy of Sciences of the United States of AmericaJ , 1 9 
9 7^, 9 4, p. 2 3 7) , <2K > "7 * J Zfu ~7 * >^f^£ fl 

5 5;y^r^ K^iHasPPARy y tfi' KfiH4«r«FO£ t ( I" Journal of 

Biological ChemistryJ , 1 9 9 7*£, 272, p. 340 6) , (DfStfrfb £ *L 
fc-7^B7T-^PPARyi5^t, ^ V # > K^JPlCtoT^fcBB 
-^•i-SJte^fe^iaW^tbSi fc (TNatureJ, 199 8*£, 3 9 1, 
p. 7 9) , (DPPARvy^yM\ ^ifclc.fcSafclmttlM h#>f f (TrtF 

10 —a, I L — 1 j8 , IL-6) ©14»Jf5i<l: ( TN a t u r e J , 19 

9 8*£, 3 9 1, p. 8 2) ft ^WS»§ LTl^5 0 

PPAR^M^Jt LTtt, ^Jx.(fH^^0 0/6 4 8 7 6^n^^ 
1^5/ K B^M^O 2/1 4 4 2 9 lf^71/j/ h, H^W^O 1/79 

15 19 7^y7l^yf, B^^f O 0/2 3 4 4 2^^7Uy K SR^M 

19 9/4 6 2 3 2^y7Uj/ h, &ffl 2 001-26161 2-§-^, g& 
2HH§^0 1/9 2 2 0 1^71/? K i^HIO 0/7 5 1 0 3-§-/^:7 
U-J/ K mm&WmO l/6 O 8 0 7t/^7l/y K *S#f*ffilII<kM3l2 0 
0 2/0.0 3 7 9 1 1 ^*fB», 7KH#rF^6 3 6 9 0 5 5#W«B», #§#8* 

20 ffiffi^M^2 0 O 2/0 0 2 2 6 5 6-^PJlffl*, 9 7/2 8 1 4 9# 

^V71/y K *S#flPI±JJR^fBBIBU S 2 002/004244 1 #^JNB#, ffl 
gg^M^O 1/0 0 60 3f/^7Us/ h, H^M^O 2/1 8 3 5 5^n°> 
7Uy k S^P^O 2/1 6 3 3 lf^7Uy h, SI&4&ffl3gO 2/1 6 
3 3 2^7 1^^, i^HO 1/1 6 1 2 0*^71"; k 

25 ^9 7/3 6 5 7 9*/^7U? h^lCPg^tlTl^o 

Gis#tssti^G p r 4 o {c^m^^jisf^ffl-rs 

fc ( fNa ture (advance online publication) J , 2003^2^230, 
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iMIO 0/2 3 4 4 2*^>7Uy Mitt, PPAR^yK^fM 



10 . 0 1-47^^^ C l^T/Mf/l^-;^ — ho, NR 2 4 R 2 5 (g 

R 2 4 &£ZFR 2 5 KtiMLT, Cl~4 7;^;v»f 0 ) , 
i/TSs hy7/Vtn^f/K hH7/l/tP^f/>t^v/, ^HfHt^fctt^n 
9R (Wfc'iO^TPifi, C1~4 7M;K Cl-4 7/V3^, ap^ 

15 S^L, 

R 2 2 JiTKHfJjfWK Cl~8 7/^/K ap^^JI^ ci~4 7/^dr^ c 
l-47Wft - ho, NR 2 4 R 2 5 (g<K R 2 4 ^J;U? R 2 5 ^ 
tL^WtebT, C l~4T^^/uSr^4 u 3-r o ) > ->7y % >5 7^B^f^ 

20 R 2 3 ttTk^Jl^^fcttC l~47/^/V^L, 

x 2 1 n - ittcte- ch - &mt>L, 

X 2 2 *5<fcU?Y 2 0 tt-ttL^tUftScLT, -O-, -S-£fci4-NR 2 6 - (S 
<K R 2 6 l±2k*Jgf SfcttC 1 - 4 7/W^l/^fct, ) &*fc>U 
Z 2 0 f4-0-£fcf4-S (O) p' - p' J40, 2 ) 

25 Sr^^L, 

R 2 7 *3j;r>*R 2 8 (4, Zti^tVlk&^Xs zKiffJ^^fcteC 1 ~4 T/i^/v& 
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[sOK x 3 0 n-c (R 3 4 ) =t.tcfi-N=, 

Y 3 0 f*-C (R 3 4 ) =N- N -N = C (R 3 4 ) -C (R 3 4 ) =C (R 
3 4 ) -O-, -S-*fc«-N (R 3 4 ) 

Z 3 0 fi- (CH 2 ) n' O-, - (CH 2 ) n' -S- % - (CH 2 ) n' - 
N (R 3 4 ) -C (=0) -N (R 3 4 ) - (CH 2 ) n* S (O) 
- (CH 2 ) n' S0 2 -C (R 3 4 ) =C (R 3 4 ) -*feii-C = C-, 
R 3 1 fi- (CHR 3 7 ) „ COOR 3 4 , 
n' fi, ^SrbT0~5, 

r 3 2 a, m&Lxfcm. (g^T/^^K feMcTjv^*^. mscr^* 

R 3 3 ft. 






,32 
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W|i^t'fc5^^fc{i-0-, -S-, -N (R 3 4 ) - x 
m' iil~15, 



#f¥0 5-5 0 7 9 2 o^miaz 




10 [^tf, A c (2 




R c liCl^>LC8 7/^/K 0 3^^10 7^0 7;^/^ C3^V^tC 
8 7/^^/K C3!iV>LC8 7/^=^7^=/K C 7^^LC8 7x-/V7 
15 /Udr/K C2^V^tC8 7/^7^/K *fcfi, C 1 UC 3 7A-3VK M> 

t Kn^^ Cl^^UC3 7/>='^^ y v^t.tHti&m'V 

X c S, C\ NR 2 c . -CH-CH-, -CH = N-|fcii-N=CH- 

20 R 2 c (2, tMI, Cl^V^LC3 7/^/K ^^^^fcfi-O^-efeD ; 

Z c &7km. Cl^^LC7 7/^/K C3^^LC7^o7/^/K -7^ — 
/K £fcf£C 1 ftV^LC 3 7;^/K HJ7/vtP^f-/K Cl/j:v^tC3 7/u 
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X <c flO, S, SO*fcl$S0 2 "CfeU ; 

Y ' c (it Kodr^ Cl^^tC3 7/V3dri/f-efe!3 ; 

HK&Mft 01/93840 ^n°^7 u?b fctt 




^COOH 

EIIR&IMJBO 1/1 0 8 4 7*/<y7Wy Mdtt 




l^§BSB0 1/2 3 3 5 7f/^7Uy Mdf* 
^ . 9 




BBR^M^O 1/8 7 0 3 8#/<y71/j/ MO± 
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* & *? =c * ^ j — n vmm t \,xtm £ tire v ^ c 



mm y £ffl%$ 9 9/6 3 9 3 3§s<>-7 1/ y h \ZMZ 
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%fM¥-0 9-221476 ft'Jkma* 




OOH 
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w • t&*ftm&3mi-& - 1 , &£xm*ifrG pr4o &mwt =r~* hsts 

(R)P ° 

N r teg& $ v ^ *> £ v ^bTK^S* fc teWM £ tix v ^ t> «fc v *!S# 

Mft^JW^fcttWJItlR^Sr^U, X 2 fi*££^ SfcfclgC^fcfi-S (O) n- 
n{iO, ltfc(4 2^f) Yli^#, Bfc#IIHF\ -S (O) 

m-, -C ( = 0) — N (R 3 ) -£fcte-N (R 3 ) -C (=0) - (R 3 I3\ 
TkKSIl^ £ tit v <fc v ^kTK^S* tefim £ tbT v ^ <b «t v 
SSr^U mte N 0, 1 *fcJ*2£7jH-) M 1 N M 2 fit, •£ 
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M 1 te3£-g^-m&<, (2) Y^^-#-efe«9 N ^OM 1 *5£tfM 2 <D¥ 

t#<> (3) 3- [3- [ [ 5 3 -Vy^jV) J] 

:7^-/V] -2--7°n^^, 4- [ [ (2-^^-5- 
7^-^-3-7^-yi^) 7^;/] -O-if^^ 5 - [ [4 - [ (1 

Z) - 2 - 2 - ^ o nxf -/W] ^^^/V] 7^7] -3-7j 

~/l — 2-^^-7^^/^^ N 3- [3- [ [ (2->f/V-5-7i^ 
-3-7^^/W) ^/V^A-] 757] - 2 -^u^^&itM- 

[ [ (2-^f^-5-7x^-3-77=/H 7^7] ^^i? 

in • 

( 2 ) R $ tit V ^ t> J: V ^7 UWk £ tbT V >T t> J; V 7 

situta (i) um<o\t^m ; 

(3) p^i-cfc5i!f!ie (i) mmwk&vo : 

(4) r 1 ^^^-x-foSButa (i) w^^w^m-, 

(5) R 2 ^g^t^TV^Tt)cfcv^7^=/^-CfcSBUf^ (1) im.<D\k^m; 

(6) #A^g^^n-CV^t>J:V^^tt^#^T'fc5Hul5 (1) lE*fctf>^ 

(7) m^tt^#^^tt^#^1S^T-fe5HulE (6) lEtt^b^; 

(8) m^tt^#^ s -<^if^#*^(i^T^-/^T'*>§SulS (6) |E«c<7) 



(9) ^ 




id*. 5£ 
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do) x 1 tmmw^xhzmm (d imwY&m 

(11) x 2 ^J^T-*fc«M^-efc6Htj|E (i) is«o^ 

$J ; 

(12) Y^^^.^f C (M^^r^6mjiE (i) mm.(D^m 

(i 3) y^-c (=o -n (r 3 ) - (r 3 teTkmm*. gm^nx^-c 

&mm*i*M 2 bite-err*) x&zmm (D ism^b^; 

(14) R 3 *s*3WS-T-, g&£n-CVN-ct>£v^/i^/K gffc$ftTvvrt> 

j^ry— /w-cfcsii&fE (i 3) mmwk&vo; 

(15) M 1 ^^ 3 ^_hWT/Vdrl/^T*fe^>lulB (1) IStt©fb&4fc ; 

(16) M 1 N M 2 £>J:T>*M 3 tfS, -^tt^tL^LT, Ir|— ^fcttSfcoT^ 
"C fdiT/V^= l^yt'fe 0 , M 4 

d7) x 2 i>mmm*ntnz- s (o) n- ciw-e, n «o, 1*^1*2 

T?*>tK M 3 ^g^$n-CV^T , b < i:v^2ffi(7)flg^^7K^T*fc5tu 
IS ( l ) f&m<D4k&Vo ; 
(is) it ( 1 ) a* 




(I*) 



(iOK #fa^«SufB (1) traE^^^-T) T*fc3iiijsE (1) tiM<Ote&b; 
(19) * (I ' ) & 
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r2 -<X r W Y 

(5£*olE-8-ttflufB (1) &£T3(9) tmMM*?rrf) XfrSMZ (18) 

(20) x 1 tfmxiR+'VtoQs x 2 &mmmttit&-s (o) n- (ic 
xfozmtz (19) tm.(Dik-&m ; 

<, M&£;ixTv>T<bJ:v^^i/^-efc3iifff5 (20) fEg^b£#> ; 

(22) X 1 tfmmW^X& <9 x X 2 rfS^^-efc 19 , Y#tt#JD*?--C*> t> „ 
M 1 ^g^$tt-CV>T 1 b<J;V>n-7 p cr t°U^T*fe<9, M 2 *5iU?M 3 ^^-#T* 
M 4 ^Sm^tvTV^t J:VN^^Ui/-efe6SufB (1 9) fEUcO-ffc^ ; 
(2 3) fA^it^tlt^tt J;V^^tt^#^^T'foSHuf2 (18) 

(2 4) ^A^gm^ti-c^Ttiv^ry-- ;i-m&fri-zm.W!:£tLX^xh£ 
v^^r-^y— x 1 ^^^--e^^, x 2 fr&ttxhy, Y&m 

m0.^tH-i-S (O) n- n«0 N l*fc(i2?r^i-) TfcO, M 

1 fim&ZtlX^^Xh^^Ci _ 3 TyV^l/^Tfe«9,M 2 ^oit^M 3 ri^^T* 
M 4 HTV^-Cb iV^^W-VT'fcSiiufE (18) WM<Dit^ ; 

(2 5) gtA^®&£tlT^T<b =fcV^T)/-/HtT'fc«9, X 1 ri^fif JjjC^T- 
fctK X 2 j6^^T*fo <9 , Y/^-S-T&<9, M 1 ^gm^-t^T^V^ 
^\/>'$.tiaW&£tlX\,^Xh&\<^n-7 p *t°U>X&<9 , M 2 ^itm 3 

-a^-cfc^ m 4 ^m^^nx^^xh^^^^^x^^mB (is) isictfMt; 

(26) 5t ( I ' ) # 




(9) tmMm^Tjk-i-) T*fo5HUI5 (18) lEgc^k^; 

t?fc9, p^Olfcttltfc!), R 1 ^^^--efcO, R 2 asg&^tbTWr 

IteUIR^-Cfc 9 , YflSgEfclE^Sfctt-C (=0) -N (R 3 ) - (iCT% R 

IZM 2 km&1rZ>) -e&<9, M 1 , M 2 &£ZfM 3 UK ^tlftim&VT. in— 

■CfcSttnE (1) IEtt^k-&«9; 

(2 8) R#Bife$;h,TV>Tfc«fcl>Ty^K T !) — As&ltltis? n T/^dr^ 
T*£><9, p^O*f:ttlT'fc^ R 1 tffcm^X'M , R 2 as«fc£*yrvvc 

TV^Tt><tV^T)/— X 1 iSgfeSd^-C*) «9 , X 2 tfS*§<g^*fctit 
-S (O) n- (^^T% niiO, 1 £ it 2 Sr^i") T*fc«9, Y^gM^* 
fctt-C (=0) -N (R 3 ) - (rrt\ R 3 tt**!*^ T^/U*fcttT 

mmw^itM 1 t.mmm*t£M 2 tm&irz) -e&v.M 1 , 

^/cteT/l^ % M 4 j^TA-^I^T'fc^iifjiE (1) IE«W>ft-£«9 ; (2 

9) HufS (1) IHic^^O^n K9y^ ; 

(3 0) huIE (1) t5.m<Dik&yo&tciZ%:<D'7u KyymtU^SSi ; 
(3 1) SfllS (1) IBt^fc^fc^fctt-t^n K9y^Sr^LTftS«rt 
^PPAR^J ; 
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(3 2) mm (1) 1B*©fb£**fctt-t*>:^n K^^Sr^LTfc 5^1*3 
(3 3) ^^^PPARfCga»-f-S^.#^^^^ 1 bL<f«^ 

IE (3 2) |EiJO^S&*fcttffe«E#J ; 

(34) isi^S V - = n-/u_b#*iK hWV-tV K{£T#J> 

(3 0) fE«cOE^j£ ; 
(3 5) trjfE (1) Efro^«Sfcl±*©^n K7y^lTl/X*5GP 

R4o^immmmm ; 

(35) !E«fetf>£U ; 

(37) *t^#§, mmmmm. t y—\ y*. k—>* n mmmimmmw. 

5) %m<DM ; 

(38) buI2 ( 1 ) mm<Dfc&ttoittii'Z : £(D-7u y ^<D^5»£Ri?LWj#J 
KK-S-i" Sr<tSr#m^i-2> mh^MW- PPAR ^^ij^^rfe ; 

(3 9) itufE (1) %ffi.<Dit&m^K.\-Z*:<Dzfv y ^©*S6*«r"*9Utt4fc 

Sl?^ ft; ; 

(4 0) »rt£*fl:P P ARfcMiS«&A#JIMtfW*flrffifc b< 
IE (3 9) ffift^fe ; 

(4D suie ( i ) iamote^£fct«tf>7 p p K7 y y(D^$m*mimvo 
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(4 2) huIS ( 1 ) &m<Di\&m%1ttt.*:<D-7x2 K7 y 7 (D^W*m\M>m 

(4 3) itrfs ( i ) mm^t^m^tcn^fD^u v?(Dm$hm*m%W}Vo 

(4 4) MIB ( 1 ) im.<Dik&m%tcte*:(D7xi 5^0>##*&i*?L»tt 
fc^-t-S-t^m^-rS^^ ifHiWS, ^H->^ Tv-K-v-^, 

Jt£&, Mifi^ ttOR^b, Jh&tfe&iU m^A, IB«^W»*, 

(45) #rt$*frppAR*j«w*isiatrs*:«>©«riB (1) umnik^m 

(4 6) frtgtfrP PAR^|8^-r5^#WW^fc«f^^J^3fr5fc 
#><Dituf2 (1) IBiWMfc^^fctt-t©^* K7>y^ffl ; 

(47) flgSCftttt^S^t b < tt*<z>«BB0, ttJIIHKftftggl&fc b < f«tf>if^ 

(48) jlSSBS y aK^ - =» n -^±#21 h y ^ y ir y Kf&rah 

3t1-^fe*OBfIIB (1) SBi©{^ft*fcH: ; t07 , o Kfy^Oftffl ; 

(49) G P R 4 0 S^flc«jS688ffl5S)Sr«iiSi--5 fc*!>tf>iiuffi ( 1 ) fSfc^-fb^ 

(5 0) y >#2&g»fi!5au Jk^{ST^J*fc«#/3*ffl^^J?r«S{5t-r5 

fc^oSfifB (1) t&m<Dit^-^tci^<Dzfu Y^yffOtim ; 

(5i) «s«3S, itiPtf, h-v-^ N r > k->*. «^tt#«w*. 
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WL'pm. mmmt. Mk&mms m<t^&. mm^mm, mm, m 

5 

r $ i^x t> ct v ^{k**** tc ftmm £ fix v > x h «fc v sts * 

is Tj\>*jv<D#mt£mt Lxtt^mmm i u i o «7/^/Kii(^ 

7°ntVK y^P tVK y^/K sec-^/K tert-y 

-fy^^f^K 1, 1 -v^^vK/^/K 2, 3, 3-v> 

20 ^fffett, ■t'-efc^^c i ~- 4©r^*/v (#fc, y^-/K -ry^ntr 

7;^=/K^jfa^tUTfi, ^Hf$:2&V>L 1 CX^T/l^— /K 0H;tfi^ 
r-^/K 1 — yn^jr./K 2— yn'^/K 2-^^-1-^^=^ 1 - 
y^~;K 2 -77-/1', 3 -7t=;K 3 — y- ^A— 2 -^r^/K 1 — 'V 
25 2-^^x^/K 3-^yr=/K 4 — ;yr^/K 4-y>fvv-3- 

^^•^-/l^ i -^dr-tz^/K 3— ^ir— 5 — ^3rir~/K 1—^77^ 

T/ls*-sls<D&mtj:WkVXi^ ^§IN&2ftV>Ll OOT/V^r-yK 0>Jx.^ 
1 -7d k^yv, 2-7nt^/K 1 -7^~/K 2 -7^— /K 3- 



WO 2004/022: 




PCT/JP2003/011308 



^HtK^S, ^R^y dT/U^K iyypT/Hr~/K v-^ or^v'x^i/ 

v-^ p T/V^r/KDSfl/^Ji UTii, 3*V>L10 <?»y p T/l^/K 

0!l;tff ^ p^p fc°/K */9 p^^K v"^ u^i^vK i/^ p~.^>/K 
p^T^vK ^^a^-^^/K fc'v^P [2. 2. p [2. 

2. 2] fcfv^P [3. 2. 1] ^^vK t'v^ p [3. 2. 2] 

y~/K fc'v^n [3. 3. 1] y^/K p [4. 2. 1] y~/K bT-> 

[4. 3. 1] "f*y?\<t£¥j£m~f^fr, tpX~h^? drv-zW^f* LV\ 
v-^pT/^^/K^^jI^J^ fCIl ^fc3^VNLl 0©^p7;^ 
/K #iJ;Lfc£2-iyy n^yry- 1 — fVK 3 — v-y a^^^^— 1 — </K 2 
n^dr-feV- 1 — r/K 3 -v^ P-^-feV- 1 ->(jVt£ ¥&mi?t>tlZ> a 

Mtil2, 4-vy n^V^i^O- l 2, 
rSr-tf-v^^- l -xf/K 2, 5— >yp — i -4;^ti:b*&m? btl 

it7^m^t \^fch<D (Ms *s9 pT/U^/^-T/W^/K y^DT^=/u 

A^y p^p fcVi^c^VK p^vi-y fvK ixy p^^^wy ^/K 

2 p^^7^=ywy 3 - P^<^-r=/uy ^yp^^rvywy 
5vK 2 — %/9 n^df-ir— ^vK 3 — P^^ri?— A-y ^vK -;yy n-^dr 
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frmm (Ms ^t7*v^i3(D77/^/K mmm8^^i 3(dt])—/u 

—/V^p fcVK 3-7x = /l^n f/Wft Wj^lHIBfc 7^^L9<D7i ^/i^TVl^ 

=Fjv^;vt£ b*<D&tm%L 1 1 &v > L 1 3 ot7f;i/7/i/*/V' ; U ynfc if (Dfe 
^|[8^^LlO©7x-;i/7^=;V; 2- (2 — 7"7^/Vt^/V) tab(Om. 

uftttiz&mikztLit3&mwmik&x&b\sXti, mx-a^b^t Knt 

^5&3&3fcV>Ll 0©^^o7/l/*/K «*»7*V^U1 3©77/^/K 

nm*&£xfinmw^frbmi*nz^vm z F& 1 *v^u4«a^i-s 5~7* 
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y-/K "f y^^ri^y — >fyf7/-;K tf-*^— /K fT/-;K 

^y/f7)/-/K ^^K^K 1H — fy^- /K 1 

H-t°on [2, 3-b] fc°7v^ lH-font^^ lH-^^/f 

y^v, ih — r^v^v^, hyr^y, ^y^/!iy, -oy^r^r 
$b(c^u<tt^^^ 5^-7 ^ % t°y t°y ss^, t°^y-/w 

l 2^cD^^^tp 6 mm, ^-e^m&tLte 1 i@cD^^^tf 5 mis 

t'Djjy, t°7/y-yx fcV<ys^ fc'^v^ ^-y^y^ s f^^-yu 

>\ -r^yy^, 7h7tKo77y r-tf^:/. fh7tKot°y^if 

7ym. MB. a Vm) ; ; ^7; ; TS?K ; = he ; ~ hny ; 

-fy^ntVK fy7;^n^f^^) ; 1 b 3f@<7VNa f^M^ (#i> 
7yi, UK?, 3<7^#<t*) -ee^$ti-cv>-ct>i:v^^i5:2^v^U6<D 
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3i^nyy^ (^j, 7^1, mm, Mm, atrnttt?) -eB&sji/rwt 

io ig^s (M, ^~/k 7 y /k bf y >vk y /v. ✓ y ; 
i^^L3j@^nyv^ (#u yym. mm, B$m%b*) xm&& 

sfio/ND^yjstf y^m, mm, a«7*&£?) xw&ztix^x 

15 tii^*»7*v^ti 3^79/^ (#k -o-^/k -rv^-^ 

t^/Xstiii?) ; l*^t3ffl0^P^yJ|^ (09, :7^, ^> Ki£, 3?^i 
/K 7° ci fc°/K y tVl^ft if) , fcsu % /K 1 1£\ > L 3 <@<7Vn o (M, 

-?vm, mm, Mm, zzmftt*) •r*em^i^-cv^-ct>J:v^^^2^v^b8(D 

20 Tv'/K ^ctt^l ^^I3i©/M3^y^ (tfiK 37^, ^m, 3^7^ 

&X*Sl$:tzl-Zi?m&&tlX\<^Xh£\<^TK / ;T^vV jtf/l^/U; l&l^L 

3i©^py^ (#k 7y», Mm, zvmftf) xm^nx^^x 
25 mm, Mm, a&m%m xn^tix\^^xh^^m^i^^L8(D^/u^^ 

>v ; lfcv^3<B<ZVNP^l']S J ?- (#U Mm, 3**fc£f) XM 

^^thXl^Xh^^m^Cl *^U8 0^;l/7>f-/v ; 1 ftl^L 3®cD^py^ 

^ (0iu 7^, 3 17** if) xmm^tixi^xhx^^mmmi 
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7?m. &m. Am, ^vm^f) xm^tix^xh^^mmmi^^4(D 

m, &m. Am, 3*m&i?) ^gm$tLTV^-C 1 bctv^^m^:l^v^b4coT/^ 

(#J, 7y|, i&fft. Am, a^**^) T'gm$nTV^t> <fcl^mgt2&^ 

^n/Jf^v-^/V/K^/K tert-^ h^v-^/W^/V^^) ; t Ko^->; l&l^L 
3fl®Aoy« *gm. Am, 3i>**iT) t?mm$n-CV^ 

t>«fcl\&m&l#^L6©T/l':3*$<' (#1, * h=^>, ^h=¥v\ 

y^nTjf^-^ hy;7,M-n/. h**>fcjf); l*V>L3i©An^yg^{^ 

^m, m.m. Am, xm^tix^x-h^^mm^t^^sfD 

T/Uf—^ttis (W, T])/V (allyl) ^iX, ^nf/^v', 2 

mt£¥) Xtt*fc£;ft/Cl^Tfc«£V\^mi&7#V^Ll 3©77M^V 
-O^Ao*-^>, 7i^f/Wt^Wi if) ; 1 ^VNb3^0^n^V^ 
7 5/i, A^ 3 7i/ii0 Xgm£HTV>Tt>£V^m£fe6^bl 4 

©7!^-^^ (#1, 7x^^y % ^fvi^r^ftif) it/isjjyh ; 

i/«evNU3i@w^n>rvj!g^ w % ^m, &m. Am, 3i>m*^) -cfi&£ 

y°v fcVi^;*-, 4 yy°a kW^-^j-, h y 7;vtD^ ^vv^fr tl ; 1 L 3 

ii^ny^ y^m, mm. Mm. B^m^ti xm^tix^^xh 

Kb*) ; i^v>b3i@^M3>7*^^ (#y, 7yi, ism. Am, a^mfcif) 
"Cfiift^nTv^Tfc.tv^mste/iv^t i 4©7y-;W(R7s=/w, 

* (W^^m) , i *v^3^©/^n^is^--e«ift$tL"rv>-c'i>J:v^m»c 
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/K >^ P^dr^^^/V^ /K ^pF=;K ^y/-f/K ^n^/^/K 

A- (0!U J-$l/^;v-fc=-/\<-, 'O'-tfi^/l'jftn/K p— h/l- 

^V^y^— /K h y 37yi^ny ^^/i^-yi^^) &£as$*ff g>ft&. 

-7j=^;\, ($\^ * ?^7,/V7 J x^y^;W7 -i* ^y^y^7-f = 

/K p - h/w^v^/v^ =vK h y yj^Hrxx y $ y^/U7 -y if) ft if a* 
-mMfk\~4 0>7/v*/v) *y.*y (flu ^y5vU/jNy.*y ; s^n^/M*.** 

y ; ^y7°nkV^*/ ; v^^vV^^y ; 2 K~ 1 , 3, 2-v? 
^-^^^ 7 ^ 2 -iVWfc if) * if tfSSPtf hM a 

P7^4^j?*t<, AHftStbTtt, 1) /NP^ylf ; 2) l&^b 
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pC^yu, jl^/K ^ntVK -fV^Pk'/K h U * ^yu/jr if) ; 3) t 

Kp^->; 4) l t&^zmv^vtf^m* (®L -7yM. MMs 

5 xhdj-v', hV -7jv^r u / h s/ft ^) 4 \ 

Rirb-Cfi, 1 4v^L3fiO/^nyV^^fcfit: Kn^ix-effm 

10 
15 

R 1 i: Utli, 7kmm*7!)W&U<\ 
25 R 2 »«ife$ttTV^fc«tV^§«£S:^i-o 

asttjffett, r3Sr#JfeR^b*c**j fcfdu Rtefctta r^Tk^Sj wioa 
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m^^titi ^mmmmmmi tmrnxhy, r^&vz mmm&] &m^x 
i^-c^ ct^gmst L,xm^tstitcwwi:&tet*xw&£tix\,^xh «tv\ emm 

R 2 i: Itll em£nTwrt>J;v\ ^^:6 ^v^L 1 4 (7)^#^^tK^ 

#£LV\, 0^LV^fimSi: UTf^ 1) AP^ylf m. 7 yM. mM, H 

3?lfft<Jf) ; 2) l^^L3i©^nyy^ (M, ~7 JtPlf. 
3 *3t?#£T) X*m&£ tlX^X h 1*V>L 6 07 /W3r/U (0!U ?vK 

at^vK fc°/K ^y^n tVK h> V yjvirxx * *f-,\,t£ ; 3 ) MBW 6 
1^114 <DT V —)V (#K 7 1 if) ; 4 ) 1 frV > L 3 fi^AP^yg^ 

7^, if) Tgtfc£;ft,T^T*> ±V^*»1/JJV>L6© 

T^n^fv' (#k ^ h^v\ ^h^^, hy7;^n> ; 5) 1 * 

\,^3m<D^w>m* (#l -?ym, mm, sv-mtz?) xw&£frx 

i>Tfc«fcv^*3Mfcv^L6<©7yi'*/i^;fr (Ms t^-J^JrftZ) teZfrm-f 

R 2 i: Lt(4, ±IB1) ~5) i^ItftiS 1 / t ^V^L3^@(Dtt^a^^tL^ ^ tt 
^ LT v t> J; V 6 V > b 1 4 <E>^#ife0Mb!k*£ (£? £ L < it -7 

as«fc«9#*L<, *Tt>±IEl) , 2) *3J:TJ*4) lfcl^L3<H© 
B&££*T LT v nt & J; v a. £ lv > c 



x 1 f«^^*fcf«^^^^-r 0 
x 1 nmmw^m^L.^\ 
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X 2 iZmtt, mmmtttcte- S (O) n- (ZZ.X\ nttCK 

X 2 ttJfe^#, |ft*JIR-?**:ttWEj|JW^- (niftSO) ##£LV\, 

Ytt3fe^#, KKfJl^, -S (O) m- N -C ( = 0) -N (R 3 ) -&1tti 

-n (r 3 ) -c (=o - (r 3 a. Tkmm*. mm^tix^^xh^^it^ 

^*y t c{iffim$tLTV^Tt)cfcV^1im^S^^L, mf±, 0, 1 * fc {2 2 Sr^-T) 
YtLTIi-O-, -S-, *fc«-C (=0) -N (R 3 ) - (R 3 {imjfE 

v^rfcivvry— ^fc£a«*rfe>j|v lilt Ltft, 1) ^p^j^; 2) 

3) tKn^f-v'; 4) l^V^L3i(D/^Dyyg^ (#J X HH, 
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hi) 7 /I** o * h * if) & if bV \> 

TV^T 1 bJ:v^^ml^v^b4WT/^=ar/^^if^^^c^^U< > frmm^ffitV 
5 *>»t#*LV\ 

io i:^fo||f (^Jii«iJl^, SSfH^ iStSf/i if) 4r£A/-cv vr t> J: < > 

^frh^mmttixtb&mv)^ txh<o, ^*3<tt>\ m«77^, 

ifyv?y, t'y^v'y, fy^y, t°7S?>\ t°n— /k 4 %<?v*— /k 

If7/-/K yttW— /K ^VfT^K t^ft/-/K f7/-;h 
^-^^T>^— /K f7v^7/-;K h y ^ h 7 ynfc if ©^Stt 

15 3SrWHjBliai*saisrfe>tL % ^-et^^-fefv. fry- /l^iira-^Mf-^— ^frif 

*s»*b<, -0"^^*3 «t^T^— /i";&M*HC#£LV\, SlR*Slltt^#aiW:R 
tdJSftS r^b7K5H3£j *3«fct* ri!S& tfS^rbTV^fc cfc^gm&i: bTM 

^^^cams^if, »*l<ijd}*|[i-6©7/u^ mmwci^6(or^ 
=t**>xmm£tix^xi>£\<\ mAizisi-fz>3?mmte. ztibm&mxi&tz. 

fStAtc&tfS r2SSM4^#K«S^SRj ir«> 2 001^^X11^*15^ 
^tt^-rii-efct), #SRSr*^i-S^i: UTii^il^Mt, ^xnj^ 

A\ -OK— /K lH-^y^/-/K lH-t'nn [2,. 3-b] tf^v? 

lH-fnat-y^ lH-r^/ify^ iH-^^/t*7^ 
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*g&, it (i) i^ssttss: 




(5£>t\ ISA' tt$fc^aife$tfCV>Tfc«tV^>'-^^iRSr^-t-) T^SCi^ 



M 1 ,M 2 ifcit/M 3 (2, ^x^tx^&LT, |Wl-;£f;:te^&o-C^Tt>ck<s 
$ fix V <b J: V ^ 2 ffi<0flgj»^^7k3SSSr^i- 0 

1 #V <» b 2 0 , «t 9 U < fi 1 &V> L 6 O 2 fl5^>|g/»^^**S-Cfe 

(i) c, _ 2 o r^i/y^Kttc, _ 6 T/u^i/v.^j^tt*, -ch 2 -, 

-(CH 2 ) 2 -, -(CH 2 ) 3 - N -(CH 2 ) 4 -, -(CH 2 ) 5 -, -(CH 2 ) 6 -, -CH(CH 3 )- % 
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-C(CH 3 ) 2 -, -(CH(CH 3 )) 2 -, -(CH 2 ) 2 C(CH 3 ) 2 - N - (CH 2 ) 3 C (CH 3 ) 2 - 
CH(CH 2 CH 2 CH 3 )- ; 

(2) C 2 _ 2 o T/^^^^($f^b<(iC 2 _ 6 T>V>r=.\sls^ mxJii. -ch 
= CH ^ CH 2 — CH = CH — N C (CH 3 ) 2 CH = CH N CH 2 — CH = CH CH 2 >, CH 2 

5 — CH 2 -CH=CH-, -CH=CH-CH=CH- N — CH=CH-CH 2 -CH 2 -CH 2 - ft if) ; 

(3) C 2 _ 2 o 7V1^~U>(£?£L< #C 2 _ 6 T/V^-U^ 0iJx.te\ -C 
=C~, -CH 2 -C=C- N -CH 2 -C = C-CH 2 -CH 2 ; 

io & mmrnm^mm u-cvN-ct>«fc<, fMitt^ m 

15 

20 feS^t$f^LV\ 

X 2 <tM 3 ca^tiLttt, X 2 jJSlft*JR^*fe«:-S (O) n- (r 

25 R x R 2 *5«tl^C 
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5£ ( I ' ) te, 5£ ( I ' ' ) 



K:*5^-C, x 1 tfs^iif j^-Cfo 9 , X 2 «§m^f-*fcte- S (O) n- (i^ 
T^-ctckv^C! _ 3 T/^i/v-efc^ (M 1 £ L-CteW&^tvO^-C^ <fcv^^- 

Si ( I ' ' ) Id&^-C, X 1 ri^I^^fc x 2 dSSf^-CifeO, Ytm 




(I') 




R 



(I'M 



5£ (i* ) ^vn-c. ^A^g^^tb-cv^t^v^^^^miS-efes 
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S (O) n- nliO, 1 £fcte 2 "Cfc <9 , M 1 MW&ZtlX 

^^XhX\ f ^C 1 _ 3 T/U*U>'Xh'9 ,M 2 teXXfM 3 tfm&^Xh <0 , M 4 tm 

£;ftT^Tt>cfcV^T>^/l^-efc9, X 1 tfmmm^Xtb <9 . X 2 tmttX 



5£ ( i ' ) ass*; ( i ' ' ' ) 




t LxmtfibtiZo 



*&m\z3otfZ>&. (I) X-m&in&fc&to (SIT. 4t&M (I) <ht>v^) 
n 7Vl^/WT*£> <9 , p ^ o £ fete 1 -Cfc 9 . R 1 j^tM! j^-Trfc 19 N R 2 

fiem^tLTVNTtjiv^T^-^T^*?, x 1 tfmmm^-x-foK) . x 2 

mmm.tttz.te-S (O) n- nttO, l*/c«2^-r) T* 

Y^^^.^f C ^-c (=o) -n (r 3 ) - R 3 7&m 

fa-Br-fZ) Xtb<9, M 1 , M 2 iskXfM 3 ^n^x^LT, IH— ^fcf« 
fto-Cl^Tt <fc< , ^^^fcfiT/P^r I/^T*fc «9 , ^OM 4 #TyW3r U>T*fc 
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m.mt<r>^ *mmmt<M&. mmmtcom. GmmtoHLs vamttitsm 

k°Uv?^ t 0 =»y^ ^y — /ur5>\ ;i/7^y, 
^vi^ i/a^ m&wt. -vw^ift. y^>®^ =»'^&. y^=*ift* y* 
mtt k* k (Dm&mtf btiz> 0 

jd7x^^®^ ttj^i (i) izmk-rzit&M, wmm^^^m^AM^ 

k~&&z. Lx^m (i) izmk-tzik&to&^Oo Ik&M (i) o^K^ 

(M> <t:^ (i) 07^y^3f/^/Hb, r^^Wb, -o^/w-r 
^y^^fcH^ (5-y 1 , 3-mywy-4-^ 
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&mteZ). (I) <z>7k&£#Tv'/Wb. 7/i^Wb, «9A/®Hb, fs?g£ 

ikZtitLlb&m (M, ikS® (I) <%k^S^T-tr?vWb, ^5 /Wb, ^ 
ny-v^r/Wkx t°'<v(Mk. y-?i/~Mk. y-^VMt. Ty~Mk, 

( I ) <D#/P^>^/uriS^;*7vWb, T 5 Kfc£;tx*:te-£#> (#k fb&4* ( I ) 
it, ^ h^v-^l^^/V^^^/l^^/Wb, 7^ U vVl^^TvWb. (5 

-^/i'-2— ^-^y— l, 3-^y^y-4 — <M ^A^^-r/Wb. 

£fc, <b^ ( I ) <D7°u h*y y^fi, fe)\\mm 19 9 O^fJ rg^Of^j 
*7#^PKtH 6 31^19 8HfcSB*&£*VC^5«fc 5£u 

(i) KiaMbi-Sfcarefco-ct) «tv\ 

ffr&<» (I) tt, PMftTC* («, 3 H, ,4 C, 35 S, 12S Ift£f) 3fc^T?*«$ 



4b^ (i) £fcte^<£>ig (£XT, mtc^i^b^mfB^5^<t^&5) 

ktetizxQ^ mmm m. tK ^?*> -r^, * 
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j&MikMftzt LTga^^ns,, $.tc!&m\zfocx, mmm. wmwM. m 

t°l— /K rV/y, atex^^ f^hyv, seS-fe^o-^, 

tf-sv-Kfru—*, ^yfc^/ut°uy KW^if^ff p>n5o 

i/y n— /k D--^>~ h— /k FI/ap-^, SftMI^^/K ac^y— /K 

y yHjitiH- h y £ a, 7 * y at ^ j ^ v^->\ mfro-v/^* 
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(#k 0-#n^>\ ^nD7^;K sO-tf^Kif) tzXtmtfbflZo 

■frt*m<D&mt£Mt ttii, mti^^ y h y ^y 7*9 ^m. 

»j ssj:u«ffi»*#j Ms fcTtmMs ^m^mim, mmftmxm. m&fcmkt 
mm®. m&mt£¥) , ajbsu, #&*ysis»j #&tt-^y p# 
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* , tKodf- > ^ n o — ^ , /Jf y t^/U t° n y K ^ ft if) * Ac *f$R#J 
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3 0D5 5 OffiS*) . o— A^r^ft] % y *T:7 y /W&=»# y ^— S 

if o^^* if a^tf t,tiSo 



ftthy7^ i/y-fey^ D-^y~h— /k D-y/nfh— /k :/K*»fc 
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Mfri^iLTH ^Jifii/fy^f KOgJgfr (OT> ROR 
£B&fE-?"5 r. b&ihZ)) a (GenBank Accession No. L14611) , RORjS (GenBank 
Accession No. L14160) % ROR y (GenBank Accession No. U16997) ;Rev 
— e r b a (GenBank Accession No. M24898) Rev — erb j3 (GenBank 
Accession No. L31785) ; E R R a (GenBank Accession No. X51416) , ERR 
/3 (GenBank Accession No. X51417) ; F t z — F I a (GenBank Accession 
No. S65876) Jtz-FI 0 (GenBank Accession No. M81385) ;TIx (GenBank 
Accession No. S77482) ; GCNF (GenBank Accession No. U14666) ft k*fr%£ 

yf^-mfcrn^mfct lt«, m^tu^-y^ kxs*# (^t> rxr^ 

fa-f-'SvI kfcfoZ>) a (GenBank Accession No. X52773) » RXRjS (GenBank 
Accession No. M84820) , RXRy (GenBank Accession No. U38480) ; COU 
Pa (GenBank Accession No. X12795) , COUP/3 (GenBank Accession No. 
M64497) , COUPy (GenBank Accession No. X12794) ; T R 2 a (GenBank 
Accession No. M29960) % TR2 0 (GenBank Accession No. L27586) ; ^fcte 
HN F 4 a (GenBank Accession No. X76930) „ HN F 4 y (GenBank Accession 
No. Z49826) $>tlZ> 0 



^rnZi^^fiLtfj:, #J;U3:_hiELfci/^V-r KX£*g# (RXR 
a, RXR^tfcliRXRv) k. \s°f- J 4 KA£*# (SIT, RARt B&f£"t~ 
Swi^feS) a (GenBank Accession No. X06614) N RAR# (GenBank Accession 
No. Y00291) % RARy (GenBank Accession No. M24857) ; TOJl!|/JvWE->§: 
(WT> TR tB&|2i-5r kfrfoft) a (GenBank Accession No. M24748) „ 
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TRj3 (GenBank Accession No. M26747) ;tf^^D^ft (VDR) (GenBank 
Accession No. J03258) ; ^/l^^fVy— ^ItJS^JjC&^tt^ft: (^T, PPA 
RbV$fZ-fZ>^btf&>Z>) a (GenBank Accession No. L02932) , PPAR/3 (P 
PARS) (GenBank Accession No. U10375) „ PPARy (GenBank Accession 
5 No. L40904) ; L X R a (GenBank Accession No. U22662) , LXR/3 (GenBank 

Accession No. U14534) ; FXR (GenBank Accession No. U18374) ; MB 6 7 
(GenBank Accession No. L29263) ; ONR (GenBank Accession No. X75163) ; 
fcit^NURo (GenBank Accession No. L13740) % NUR)3 (GenBank Accession 
No. X75918) % NUR y (GenBank Accession No. U12767) bilf^tL-5 1 =fl£> 

M>ftftLm&S133t&fc (PPARa, PPAR/3 (PPAR5) , P PAR y ) 

£ asfl^fc-t- It«iS|«: (0!U RXRairPPARS^S 
MtS^fnZiftl^, RXRaiPPARv ^^^5^0-* 

*&m<Dit&tol-is ft&mVtff>'*? (HDL) -=2U^^u —yumiNftm £ 
m-rz>—%, Q&&mv#*^/<? (LDL) -3 u^fB-yHSTf^fflSrf t5C 
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X100] £±#£-&5*tc2jP;l, fam* h V ? V t V KiSTftMB t>*rf-£o ^tt 
<4>z-. *&W<Dit&®&, V (HDL) l/^^a-^±#^lj % 

Wffi-efc^o -f-^^-^, Ri?Li5#i (#y, 7j/h, ^j***-, ?-y-dr\ 

^ = , -fj*. t'^, If/K t^) ©ifi&lIBjfiU^ <t#(CJ^LDL- 

n^fn-MI, i^y ^^^^ik^J;^ h I) i/y-fey Kjfn.j£ % I6HD 
l - n r- ci -/ufa.^, tt;i:t tt^ b £ c 5 KM^bft^t^ J; t^tix «b com 

mm, mz-t£. TT^-^mmmitm. mmmmmmm. M^mmm. 
izmfommvM&mmmmmm. msc^mhwrn^m (ptca) &<Dnmm. 

Ta n g i e r ««<DfM43 it^R^tl LT^-So 
^W^b-frfctt, LDL-3 U7fn-yVCTffl^tt5^HDL-3 1/^ 



$ e>fc**w©-fb^ii ,jNeiaoifl*jii5»i: mm-rzmmnmmzm lt^s. 
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&mM&&*X- { ofoZ>Zttm j ££]nX^Z> (La n c e t, 3 3 9, pll54 
(1 9 9 2)). Ufc^ot, *H0Jro|b^fiL D L-n n -/Wf fcltV 

Bti^xte, mmmM^m^m. wt&$tm. mrnmm^ imss, mt 
^tcmmmm^skwrnm, ptca mj&wj&Lmmm h^^< 

n— /V^#ttS^MJEii^tL5 (Current Opinion in Lipidology 4 : 3 9 2-4 0 

o) <dx\ T^v-j*&®}mmkm<Dmm&£Tf^mzm'rz>o ^(D^mrnhVL 
mmmmm (cud) > m&k. imxmstfr. mKm^mm^x^m^m^m 

D L \a±, Mx.t£ L D L <£»b/«£ £f£#T-£ CZ>mmmm<bZffiffli-Z>®:® J#*> 

<5 (Current Opinion in Lipidology 4 : 392 — 400, Current Opinion in 
Lipidology 5 : 354 — 364) 0 

z'ohmtmmmk&zmmzit. mski£m^\^^^ 0 hdlh mt 

LDLia^EDRF (l*l&&*3t!l^HT-) (D£.&&kMMmm*P5%\ 
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&%ahflX\^Z> (Current Opinion in Lipidology 5 : 354-364) 0 

zt, mMs&sxxj^tff>tsm&s m^a. mshwmm (chd) , 

ftoT*5 9. HDLtea po J (clusterin) ©^t^tfeS (Current Opinion 
in Lipidology 4 : 3 9 2-4 0 0) „ ^^M(Dit^®(Dlk'V'tiD L-=» W*? 1 c 
— A'-L#tfsfl3a>fc#*.-C, **WO^*»±W«», ^*5«tW^^Of&JKd3 

HDLIl ^T?fcSV>«tiJilH^^#^jflLl : l^>fe*lfl/ia (EC) ^KftAfc^ 
jisfflliaoittJiSriEaiL, ifcHD Lftfc h- ]) ^^^^(£^5 (Current 
Opinion in Lipidology 3 : 222-22 6) „ &$&W<Dib&yote]ktpHD L- 
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EftW&i&Mi-Z) (Current Opinion in Lipidology 3 : 222-226) 0 ^ 



mz^tib<DmB<DmmRxfmm^mzhm^x& k> , ^(Dm^m^it^m^ 
mmx\ xte®t%a<Dfemk&m. 9 mmmmmm t <Di#m xn. m x. ( 1 ) 
nmm im*-&. 7nt? k % ^1^0/7^ h^g) , (2) &m*mbmm m 

tj^x-t-/^^^) „ (4) ry^ryv/y i m&mmmmm (mz.&. 



T/u^^-T ^-^©^ES, f&afcfcJBV^ ^<7^ ^0J<^>fk^fi % 

ry-tr^K ^^-feci^ir), r?n>r K0*£*#«ffi»*(M*tf, jT-52 
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W-374973^ if (7) y 5 V Mi 0 ± ? \s& — - fcfPflSSl £> 5 I M2SIB-1848& % 
T 5 o K 13 ££H&5I£ (0»J X. % PTI-00703-^BETABL0C (AN-1 792) t£ £0 t£b°t<D 



h y ^ y -t 9 -r KiftTflUfl fc^-r -5 ©-ew*©/&«E*s ^smx^> 9 , HMtt-c, * it 

^!)^) , ^y^^^^>- (59^yyK) **#<Mfe>n3 0 X. 
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10 jfi^ffM^^^ : tmmmvBjtm ^< y h y 

m in* tPA, ?o^t-f) , ^tifiL/h^m c#j, r^t-yv, ^/^^^t° 

^5?^) , v'P^y-A' yu) , GPIIb/IIIatSfeim (WaJ-^n) ] ; 

15 SlfiLWl£3S^ : -y^Wls, vVl^T-tfA, =37v?/V, SHim^ ; 'bflftfefll 

*&W<Oik&m<D&b\Z.nSW£m&t UABCAlmlfcllLXR (liver 
X receptor) a <Df§5i/Liit£S<5< h(Dtf$>?> 0 ^/Vlr* >sV — J*W$&\i&& , & 
^MWfmmtK B C A 1 itti L X R a ©38^Sr jtit^ § C ^btlt^ 
20 -5 (Nat. Med. , 7, p53 (2001), Proc. Natl. Aca 

d. Sci. U. S. A. , 98, p5306 (2 00 1), Mo 1 . Cell, 
7, pl61 (2 00 1), Mo 1 . Endocrinol., 14, p741 
(2 0 0 0) ) o ABCAlte, 4^C#ftt57^e (#k apoAI, apoAIIfc^) 

tti $ fife ^u^T-ti — /W3u /\>^A<Dl&\,^m&^tM&Ei£ti -So "t" 

0lJ;iti<eHDLjflU!£ ; (Tangier) ; (#L -MSS, #e 



WO 2004/022551 




PCT/JP2003/011308 



& ti mmtmmmtm. mvsm- nfmm. ; mmm&wm jzmmm •. n&m 

mWmm ; ; £ffittJffili/12& ; dbfiL^tcffill9tlM ; UK* ; Httftg, 

If (cerebrotendinous xanthomatosis : CTX) ; ^^ffcl?^ ; hJWWM ; 4 — 

$ h tt&wik&mzouR a %gL-fcmy?m \z.m^ ^x , lxr « <d«^-^*^ 
*»wYb^tt, 0y*.tf*«* (#k nfii, 2iM, «£4*ft#3go 

ISHD LifiUm, £&iSJ!gjfiL^) tf^BS • ?S^#J ; -r y >^tttefe»J ; -r 
V >$&&®E.m3&M ; ifiWMB^k [IGT (Impaired Glucose Tolerance) ] 

*t^<D^J^^{CO^T«, 1 9 9 9^(CB^^^^P>fffci^J^S 

w?!>m&£tix\,^ 0 

Mm) #1 26mg/d l£l±, 7 5 gjgP^KS'lfcftiimSfc (7 5 gOGTT) 
2NfM (^Jkil^*5(t5^/V3— ^2 0 0mg/dl^±, ESBfjfn. 
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miZjrdl-fZy/ls^—xmfe) 10mg/d l*mfc«7 5 ggP^ K**f 

(7 5 gOGTT) 2B#F^fit (H^JM^&tt 5 ^ = # 1 

&mm<D#\femmiz<o^x^ 199 7^ada (*s*^*i^) 

10 -^gS) i5l2 6mg/dlgJh-!?fc!) 4 ^ 7 5 ggP7* K^d^^f*!* 

2mmm (&mihm^&tfz>y'/v=i—xmm) ^2oomg/di^±^tt 

Jf/U=i-xm!£) /55l2 6mg/dl*tt*ifc^ 7 5ggpyK^ 

15 Wt*lfc 2 B$TO (ff^M^ttS ^/l^-*^S) #i4 0rag/dl«l2 

jfe^is (&mjhm^&rtz>ysi>=i~-xm&) &i io mg /d i&lli 2 6m g 

/d 1 5fe^|(D^SSr I FG (Impaired Fasting Glucose) bV&& 0 WH 
CXD^^fcXtltf^ ^1 FG (Impaired Fasting Glucose) <Do%, 7 5gl 

20 p 7 k ^^^mi* 2 f%mm (&m!hmiz&tf s ?;v ^—^mm & 1 4 0 m g 

/d 1 7fe^"Ci>-5^^Sr I FG (Impaired Fasting Glycemia) £PW 0 

W^|g^^> IFG (Impaired Fasting Glucose) SSjlUUFG (Impaired 
Fasting Glycemia) <D=f-®5 • feWM t LT bftZo &mW4k&M 

25 lf*fliE^, IFG (Impaired Fasting Glucose) £fcf*IFG 

(Impaired Fasting Glycemia) 7l>P>M<#i^<^ii® &®5±-f'Z> ^ t t> -So 
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*wnik&m\z, wz-tmmm&&mm im. wmmw. mm. mimm. 61*1 

a, nm#m&* m%.<ofeT. msk^mm. mm^nmmm . mm. ■wmmm. 

mmwt. malee. ^mmmmmmm. mmmm m. is^7p^^, 

mm . i^hP7^- >mmm. m^m. mskmtm (m. mmm. m& 

y viuefc*5w*ftijiEi»*, mm m. &ihm. %m. mumm. &mmm) . 

ttiwflsy m&m?m&, m&*mm#k. mm. mm., mmftm'&n&m. 

is tf) , w*, &m&*:mm&, mm&xnfcm) . rtawcwM^fcif© 
^m-mmmt L>xi>m^zz turns z> 0 

^MRMYfc^Wt, TNF-a»M (4*|it(I*3(t 5 T N F - a 141© 
25 ffi:T^^J:U t TNF-a?£tt{£T^) £*TU TNF-a*sgg^§^^ 

immm^mm m. mmm. mm. wm»w. ±ia&mmt£Z) . mvkmm 
y *-^*\ mmmmm. ^m^mm^. mm. mm. • *\-m&<D&m. m 



WO 2004/022551 




PCT/JP2003/011308 



51 

5 vm& w. Tw^-r—m* '<—*^y^m. mmm^mmmtm., 

*&mitetVstt* GP R 4 Og» y K-CfcSlgJWBfi: G P R 4 og^ 
Wtti*!U iff t< liGPR4 0«it tTtfflTfc5» 

mmm (m*.&. -^v*. t-y-^ 
25 *fc«G p r 4 o^mmm^-ir^mm^tcnmB^m • f&js^jt t-ctit* 
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mmmm, ■wm&m. wmmt. m<&£Bk. m 

~c, fijtA (6 0kg) \ztti>mnmz&i§--rz>m&. mmm^t^xmo. i~ 

10 0 Omg/0. £P*L< fS^JO. 5~2 0 0mg/B-Cfc6 o *38W©-fk#«(I) 
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5-m®x*<Dmm&i*. (5) *mw<Dmmm&wtwmMtzm*\mmik^x 
%bnz> 2m(D%n<D^^n^-m^x(o^mm^^x(D^ m%.& 

iftbtiZo wmmm<D&$-mte, &m±.m^bnx^zmmzmmti,xmg:m 
^•/w-k ttmmm, mm. m^&ttftt'^xvm&miRi-zztfrxzz* 

t w^y ^mm ;4>xy ^m§& y* $ ^ w s* v 

<D7yy*l/V&tH*Mmft (0!U INS-l^) &if) N y ^ffi^ti^ 

U4sm^., GI-262570, JTT-501, MCC-5 55, YM— 4 
4 0, KRP-2 97, CS-011, FK-6 1 4, WO 9 9/5 8 5 1 01: 

Ks 7th^t> k> h\ i/y^fc°y k, ^y t: o -t>-v h\ ^y 

i^Kfp^, GLp-ii] , ^y^/^yf-y—^ i vpawj nv 

P-DPP-2 7 8, PT-lOOf) , |3 37=f^h CL-3162 
43, SR-5 8 6 1 1-A, UL-TG-30 7, SB-2 2 6 5 5 2, AJ 
-9 6 7 7, BMS- 1 9 6 0 8 5, AZ-40140^) , T%VsT^— ^ 
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*-6-7b*yT*~-~emmn. ^^ft^i^s&m) . sglut 

(sodium-glucose cotransporter) PIW^J (#»k T-1 0 9 5^) ^t^ifhth 

5 

yh, x/N>i/^^7h, if^I^^yK ^stf/H^^y K S^/H^;*^ 
K 7^^^^ y h (SNK-8 6 0) „ CT- 1 1 2m x (#K 
N G F N NT-3 S BDNFi) , #M^HH^S^ • &&fl3ftAI [#>J> WOO 
10 1/14372 K&MHD^^ — v hv7j ^14 • ifl , PKCPI 

(#U LY-3 3 3 5 3 1 4$) % AGEffiSffl (0!k ALT 9 4 6, fc°^^ 
1^7hW^ N-b^-^^yU^Ty y !7A ^nv/f K (ALT76 
6) , EXO-226^) , i£ttifcS(fiB*IS (M> HMO , BskWikm 

15 ^gifiL^^J^ LTtt, mtfHMG-CoAiB7cIM&l&*HS (#k ^7^ 

y^vf/i', -fey^^^^-v, -f^**^, zd-4 5 2 2^y t c(i-^tb^o 
(#k -T-hy^^^) tux) ^xtTu^&timmvmM (m. wo 9 7/ 

1 0 2 2 4 fc|Bffc©fb&*W > t*'>K^^7uy^?- tfPIL^J (#!k WO 
20 9 6/1 1 2 0 1) , (#J % NB-598^^) fti? 

^D7^7*y^xh7^7*7-h> 7x/7^7*7-h, 
yA7^7-D^K =37^7-K ^y7^7"7-h, cr-^^-K 
25 K > ACATPfi^jiflJ (#J, T^v^-f 

■7* (Avasimibe) , =c? jV*s~? 4 "f (Eflucimibe) s fej &>'&&mjfe (#k 

3^f7^^^) , = /HRlfcPfl*3IS Ezetimibe, fit^^^cr 

— >M0!k y-r^^a— /Ksoysterol), ^/>"^^-y ify— ^(v -oryzanol) & 
fcif) x 7°d y=» — /K =3f>K^J = = /Knicomol), y h 
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cj— /WniceritroD&if) x af^y h^ai^K ft ^ri^f k*L<5 0 

5 ^y-y-A^y^) , u^y^ j^^mm -^v^y, =-? 

^v^y, ^/Vv^tV, TAn^tV, ^7fc^v>fc 0 ^) , # y y^. 
^HUP^ (^Jx L-27152, AL 067K NIP-121^^) . 

^y^/y^ 5: >\ :7ai^7vu$y N \yfhy^^, Tl/7^Zf7*:Z/, f^l/ 

^) % j&y^-ifpt^m {m. x-^vxfvhig) % j3 3T=f-^h (#1 cl 

-316243, SR-5 8 6 1 1 -A % UL-TG-3 0 7, SB-2265 
15 5 2, AJ-9 6 7 7, BMS-1 9 608 5, AZ-40 1 40^) , ^Zf^ 

Y^gmum (#k i^^y, cntf (^^^m#H^-) so . 3i/y 
^h^r^^r^^h yyf hy^b, fpl-i 5 8 4 9*£) m&mif 

y^o^yfT^K, hy^n;Mf7'yK, tKD7DDf7i?K, t 
Ko7y^f7^Ks ^y^vut Kc y □ Df7i/ h\ ^y:7/y^y K\ zKy^- 
T v 5 h\ y f7Df7v^ . fetT/W K^^o (#i| N ^t°P7 7 7hy, 

25 y-t? y^^yr^; k^»ij (M. ycvwy y Ky, y:7/i^>F\ -fyyv^ k 
^) . 7/t^K, ^yy/ut'K, ^yyyy^, t°i^y-K\ :/yy~h\ 7 
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^v#) , M^&j&n^sy (#J, tf:/yy*^y, t*^^^ y*y-/i^) , 

5 7/Ut n ^ 7 7/U7 □ yfc5^li^t7/V7 n yfj: if^^t U 

y^7^, yix*^>ig) s 3t^X^«)^ifc-T?#&*i6iM h7J-f>- (0»J, -r 
io vy-y^n;/, -f^y-n^^ (IL) ^) , =r a $ iJ$cH^- (0!k mt 

&^u~—mmm*,^v xvtf^^mtez&mif hti.m^h il-i, 

I L-2, I L - 1 2&£ f <D'f yy — P^W^/W* UV\, 

> «7 -k, yVW-r^ V b V *> A (dalteparin sodium) ft 4f ) , 7^7 7^ (011, 
15 V>V"7 r V ^ 7J y 17 Aft ^) , £t h n V tr^KI (0!l, T/W;tf h n (argatroban) 

ft t*) , Jk&mfm m. *> P t? (urokinase) , ^ y (tisokinase) , 

T^xy^— if (alteplase), "T^y"^ — if (nateplase) , ^E-V^y 6 ^— if 
(monteplase) , ^xy^-if (pamiteplase) & if ) , Jfo./h«ii#]f|« (0>J, ' 
g£^y P fc^Wticlopidine hydrochloride), v-p y y"— /I^(cilostazol) , 4 
20 ^Ir^y Mft^c^vK ^77n7 b-T b V «7 A (beraprost sodium), ififflfelJvl'Jitf 

ifUy— b (sarpogrelate hydrochloride) ft if) ftk*&m?btlZ> 0 

y-^— ^ (Cancer Research) , ^4 9t, 5 9 3 5- 
25 5 9 3 91, 1 9 8 9^] , 7D^fo^i* ^yX7D^7t7 

— b) ii? J r—1-/l' • • y y —TJ/l- • ^->-=i p v?— (Journal of Clinical 
Oncology) , gl 1 2^, 2 1 3~2 2 51, 1 9 9 4 50 , J&tSf;*^ p >T K (01J, 

7=>-y-y-^y>^) , y hypy 0 ^ k*JBW» rh?t Kn^yftv-^ 



WO 2004/022551 




PCT/JP2003/011308 



57 

(^yr^f ^=L-\?*r—)-;\"3-zf'5: J rl/-V— (British Journal of Cancer) , 
316 8#, 3 1 4 — 3 1 81, 1 9 9 3*F) . Z&ftxtvWE-^ IGF-1, *>5 
^l±Iif ^itSEftfeS T N F - a , LIF, IL-6, iya^^f 

5 

£ mmmmt u-m, #Ms^ttm y- i 2 s . vx- 8 5 3 . 

prosaptide^) , 0t 9 (tfij, 7* ^7 5 7, T 5 h y ^ y 7, 5; Zfy ^ 

30 , Ttf/^yy^y^K ABT-594^) , ^7K-fcy>^§Wt 
10 inM (M, ABT-627^) , *>'T51'lSl0i&3MM3K h7vK/Vf) , 

of 1 ^^^-^— t?CPl*H (#1 LY-333531^) % fet^^m (0»J> ^Vy'v'Tiffc 0 

mum, ^fy*Kp >-Bft-^ h y , et«a*»j (#1 ^^yy, k^v 5 
25 LTte, 0flx.fi, 7y^fy-/7i ucttis? ?^>Wfls CETPK*rr<5 y 

tJ-^WM. CETP£t#\ TNFaStffc*Hbtf>iM h7>-fy(^f5^ 7^d^K 
0 P^^ftBRk lS*t^l7^^V(Peptortt©DIAPEP-277/jJ^)>fc^Ofai, 1M 
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©iRjciaig-f srjs^fcf&s&sa^ mm^mmm^t^n^t 

vt£!hwm2i>mmzM j *-tzmm j $'m& wz.t£. hgf, vEGF&^itm 

15 

*$m<oik&m (i) {-*3u>t, r 1 (i-d «u « 




(1-1) 

#arc«:, (1-2) £an7k#a?-t-5 r tict^ (1-1) &m 
Tki^k^ y TKift-ft-t- h y imikv^v^teif^T/vxv&mftmk 

Wt£b°&m-fbfrZ> 0 »*5j;rWttS©ttffl*»4, i§lf> <k^#J (1-2) K*fLT 
i§PJ*-efc5„ £?£L<te, Ifeottffiitt, (1-2) KSfrU $)2~$J5 

OUg*. ttOE©teffl*tt, (1-2) Kl*frU ^3 1. 2~^]5^*-efcSo 

h7t v^^Mf^ >?ac^/U3i— TvWft if <D^— yvHJg ; ^vU 

SJ&Mfi, ilS, *&- 2 0-jftl5 0°C, KtiLKiZm- 10^100t 
•CfcSo K*SB#IWr±, iiS, $10. 1-^)2 0B#P^T*fc5„ 

[Bife] 

•*%m<D\\&m (I) {CfeV^T, Y^-sO m - (mlil £fc«:2£;^-r) T? 
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hzit&m (i-3) « % m*-t£* ^©^^faot^tsr t*s-ets« 

.2 



f^ M ' S '^<Sr Ml x^ M Y° Rl 

X 1 ->(R)p 0 



x ; 



: Nr>p 



(1-3) 

Mrete, (1-4) (1-3) %mmirz> 0 

mitmt LTfi, 3-? n n;7^/HI§3:S«^ i^a *lf®H- h y * 

SJcSiWtt, I5-50-HH5 o°c. L < te^j- l o 1 0 o°c 



[CSS] 

&Sm<Dft&m (I) IC&lvC, X 2 ^-SO„ - (n{21 £fc(22£^1-) 

x*tbz>^m ( i - 5 ) its m*-t£. ^^^^laot^ts r <t a*-e# 

cH Ml ^^<sr Ml s- M V ORl . 

X l ->(R)p 8 

<I_6> R f^Ml Ml OR 1 



* ^<R)P (I - 5 ) 
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*fe"Ctt, it&W (1-6) *mib-r%ZkiZ£<9ik&fto (1-5) ^Miti-<5o 
^Jx.^HfllSB^(c:*3^6^^i (1-4) frhik&m (1-3) ^tf>^& 

^T*ftv ( I - 7 ) fi % «*. tf 8c©:fri&fc if J; o T-g-^-T 5 ^ £ tfST- # 3 0 



O 



(II) (HI) 



X ^<*>P (i-7) 

2 ic&tfs ^«^^i^TV^Tt3J:v^2#^l^^7K^SJ kmmT*$>Z> 0 



(id <b^^ (in) tMia^M (i-7) 
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*n [5. 4. 0] $1/^*- 7 XtoTZ^m ; V tKH 

5 *"CfeSo 

y^raf ; f h7t Ko77^ v^*^, ^ai^A-ai— X 
io ^^nn^^y/i^n^yMbTKiS ; N, N-^f/u^AT? 

fcfcumi-z. mn, m- 5 o~$j i 5 o°c, l< i o~m o o°c 

15 

£tix^xh±^2m<Dmjftmm<£7km&x*&zfc&!®i (1-9) ^^m^ 



20 
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1 Visits fmm^tixi^xhx^^mmmmmtTKmmi kmmx~$>z> 0 

*mxn. it&m (v) tit&m dv) b<o&j&\z.&v){t&® (1-9) zmm 
•tZo *mmm-z, m^munm^^^t^ an t\t%m am t<D& 

fc\Z£<9 (1-7) ^Mit-rS^^^^/^^TTlT^So 



[Fj£] 

*&W<Vik&M (I) (C*5V>T, Y^-o-^fc^-S--Cfc<9, 2>>oM 2 ^ 
IS^T'foSf^i (1-8) te, M^tf^^rfe^tl'.toT^-rS^^^^ 
f5„ 




(II-l) (IV-1) 



p 2 s~^m1 ^M 4 0R : 

\ J 0 
X_ ^(R)p (1-8) 

«re*3\ (11- 1) (iv- 1) troHiSia^^ (1-8) 

fcf. Synthesis, pi (19 8 1) {C|5«tcO^ N Jfe3V>»«nfcipCfc2fifcf::«fc 

<9ftfr1nZ>o 1rt£K>io, ii*, t«y ^b^*3<t^«^iJ<?5#ft 

7/^^y»^y^o^;K T^^/i^-^fc 0 ^^, 1, 1 ' - 

n. z J-m<D4&mmte. \*&m ui-n matu -tt^tK #*L<tt*&i~#j5* 
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'WIS 

SJS«a*tt, ii^x 5 0 1 5 0°C, £f * L< «^J- 1 0 ~#J 1 0 0°C 
-efe^o S^^ft, oiS, 5~,^}2 0B#P^T^-5o 

o 

[Gife] 

if^m(0\\^m (I) (-*5l^T, Y^-CON (R 3 ) - ({fiU ^/l^-A- 

mmE&t&M 1 icse^i-s) x-%>z>i\&w a-i o) itato^^^ic' 



15 




**j5fe«Yb^ (vi) fcfb&tt (vii) (t ^ Kffc) Ltf^t) (i-i 

(1) fb£4fc (VI) (VII) irSr^^JtrfflVNTitt^^^iirS^, *> 
20 -5 V V$ 

(2) <fr£#> (vi) <k&® (vii) fc&MRjS£*33rifc 

*-r, %m (i) *ttwt-So 
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/l^/M^-f ^ h\ 1-31^/1^-3- (3-S^^vKT^ / £Vu) #/Wjtfv? 

^b-a-^i (vii) i\&m (vi) (ci^i-l-c, 0. i~i o^summ, m- 

15 m&mm&mmn. \*&m (vi) ^t-c, 0. i~io^i, #£u< 

fiO. 3 — 3^y^^*T*fc5 0 

5 H\ 1 -^;\>- 3 - ( 3 - is* ^>VT ^ ; -7xi t°/^) 3s)Vif,V>4 % Y~&XHz 

20 -g-femm 1 -t Ko#^-7-Tf^/ i> y 7/- /k i-tKo^> 

^y/h!J7/>-/K N-bKn^:i4<»/f5K, N-t Kn^>7^yW 

5 Kfcif) Srffiv^t>J:v\ £fc N *g£*»J£ UT, ^7/!)^xf/K 7v? 
Yb^7^=/V^^^y/W/j;^(D«9^^«l^^ffiV^^ % Yy^jVTK 

25 ilSUfc^iEii^J^^T^^^S^ffi*^, te^«3 (VI) li^U, 

0. »SL<liO. 3~3^-A^*-e*><5 0 

KJkia&fi, -3 0°C~1 0 0°CT-*>a o iiSt, 0. 5~ 

6 OB^fflT-feSo 
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m^. %m (2) *mm-tz>o 

<t&® (vi) (Dfcfcvmmftt u-cti, mm*®, m^-f k 

5 /i^.xyvK A^J^/Ufcif) % 1 — t ^ris— 7 — T 

if^lsif hy7y-;Vx^r;K 1 - 1 Kn h!J7/-^x^f/K 
N-t KP=¥^wfi<K>r 5 K^^tvK N-t Kn^>7?^5 K^^tvW 

LTf± % 0Ox.fi h ]i ^-f-tVT % N — ^vWe/M? yy, N, N-^ 
is &JR£*!*% ; ^@?tK^^ y "7 a, j^^Tk^^ h y $J**Z<DT/\s# y ^JS^tK 

(VII) (Z^/BAte, (VI) Xtt*OKJtSttR2»#»J:»U0. 1~ 

25 1 O^EvWSS*, $f*L<liO. 3~3^/l-^*T'fo-5 0 

SlSiaAtt, -3 0°C~1 0 0°C-efe^o RJEWIHJtt, i§S, 0. 5~ 

2 ommx*3bz> 0 
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^ p p£^ TvK ^ p BR»xf;K ^ nn» y^^C^) (01k 

hy^^vur?^ N-^^/i^e^y ^ n, N-^w^uy^^T 
vis ; y istsw h y ^/iW^y^JWiifi ; rawest* 
y ^sfeK*^- h y vj*ttx<oTAsij y ^n^tm*^ ; y 

£ hWk^fy (VII) ££0££-£5 o 

te-g^ (vii) <D{gjs*tt. (vi) x^^^^^MtK^^^ut, mn 

m&MMYZ. mn. -3 0t~10 0tt'fc5o RrtJI^IRlJi, O. 5~ 

2 OI^WITfc5o 

[HiH 

tt&!ft<Ofc&m (I) liSSWC, Y/^-N (R 3 .) CO- «§.U jfc/Utff-A' 

^f^M 2 t^-rs) x*$>z>ib&vo (i-n)tt, wi«©^iiao 

M l r>3 



(R)p o 
(VIII) (IX) 



o 



0 



(R)p 0 

(1-11) 

ttmtik&to (viii) £te<£& (ix) (t^ Kte) vxik&m (i- 

1 1) £#33r8rc*>3„ *j»jfi«fett, ^Jx.«fl5flBGjSfetc*5tt5^«te (VI) t 

(vii) (i -io) &M&irzjjmtmm(nE;fc3kifcTx* 

fft>tlZ> 0 

n-imi [i-2fe] 
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v h x v *mmm 2 u±<d 2 m<Dmmmmt7kmmx^ z<t&® ( 1 - 1 2 a * ) , 

(I-l 2 b' ) , (I-12a) SoXTf ( 1-1 2 b) tt, (I - 

1) , (1-2) teblz£^X&f$,irZ>Z.tfrX*%Z> 0 
,2 



8a 



(R)P 



(X) 



(XI) 



CliS 1 a] 



c 

X 3 



p c=c qaT x 2 n 

: V-|/ R 8a R 9a o 



(R)P 



(I-12a' ) 



[I82a] 



(R)P 



Mi ^OR 1 



C— C (AJ "X 2 J 

R 8a R 9a O 



(I-12a) 



(1-2) - C '- 

X 1 -!/ «8b + 

(R)P R 

(XII) 



(XIII) 



[IS 1 b] 



R" 

r 

X 3 



R 8b R 9b g 



(R)P 



(I-12b' ) 



[ii2b] 



m! ^or 1 



(R)P 



(I-12b) 

[5£<K QteP (O) (OR 7 ) 2 £fctePR 7 3 (5*^ R 7 «^^1~4 
sec-^/K t e r t -Zf^/W£b*) ^t^mM^l ~~ 4<DT 
ttkl Sr^U £f£L< fi^^vK 7 ^ irfc^-To ) Sr^U M 
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1 b i*m&^titzten&ztir^xi>£\ f *2m<Dffitomm4[ttm&&&^ r 8 

a R B b R 9 a ^^^9 b ^ ^'tliiUT, |^ — £ tz O X V > 

1 K&tfz m%k£tix\,^xh&^^2m<DmffiMmt7kmmi tmmxh'o, r 

8 a N r 8 b % r 9 a *5ctT^R 9 b 1:1*5 tt 5 rr/^^Sj tt> ittfot^fcte^ 

M^LttV^/K if 7°atVK ^y^ntVK ^f/K -< V^f/K sec 
-^/K t e r t --ff-jWa^mf btlZo 

[Xmi a] (1-1 2 a' ) C7>$^i£ 

(1-1 2a' ) tt, fb£4fe (XI) 

(1) (x) (q=pr 7 3 ) ^fb^g^n^***^-^ y 

(2) T;V^r;V^) yiv?x^r/l' (X) . (Q=P (O) (OR 7 ) 2 ) 
Wittig-Horn er-Emmons S Jfc > 

[xsgi b] (i-i 2 b' ) <Dmm 
<t&m ( i - 1 2 b ' ) «u vc^m (xii) 

(1) ^^^^^A^(XIII) (Q = PR 7 3 ) frhWM^fr'&'fo**-*? v 

^£#£i^:b*$>5WittigK/&s £>&v^3: 

(2) T/W^SU ^^^tvKXIII) (Q = P (O) (OR 7 ) 2 ) /!>><b^ 

Wi tt i g-Horner-EmmonsixJ&, 
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mi 9mmm&f&i, 57-7 8M^ti^m»>^^\m^tix^^mm-mc 

5 M2 a] ft&m (I-l 2 a) <D$m 

Ilia X*mbtltc<k&Vo ( I - 1 2 a ' ) ^-M^&ifiTE LTfc&W ( I - 
12a) *r#5o 

[X^2 b] it^m (I-l 2 b) <DBm 

iiib xnbtifcit&Vd ( 1 - 1 2 b ' ) (D-mfa&^MfcisXit-s-vo ( 1 - 

10 12 b) ^#5, 

15 «^^ifm^^*t^{c*ait$-ti:-CffiVN-5^ b hX% 5 0 £fc*5^PteSJ£ 

t 

25 T^LTfflv^tJ;i\ 

SJCSNrffitt 0 . 5 fcv n L 7 2 8#fU1, 0* L < it 1 U 2 4 B*im»*>3. KJfc 

i&fiwt- 1 o ofrb i o o°c (^L<tt-7o^f)5ot;) -£a s T?# 

-So 
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Am-zBfflt&tok vxm^binz>4k&m (1-2) mttLhiBBafc- 1 & 

Bmxmmt^mt vxm^btiz>fc&m (1-4) m*-t£±&Am, cm 

cmxwMit&mt Lxm^btizfc&vo ( 1-6) «.^j^ff±iEA?£. b&u 
urn- 1 mzx vmmtstiZo 



DmxmHk&tokXsXm^blriZfc&to (11) <K Yds-o-T?*>t), m 1 
oy' t^t5Witio^fuyffc5^ (II- 1' ) (FfifeT'TO 
<b^£ LTfflV>e>tb5^^ (II-l) «K M 1 8 <0OHSfcW&i-5*P#tfMi 

tiZik&W (II- 1" ) <K R 8 ^7RmJ^T*&3^^^l£ft5) tt, 0y*.fi 
C J 

WP (R)p 

(XIV) (II-1M . 

[sOp, R 1 0 ft*&mttlzteW&£tiX^Xt>&^m4Kfrm&&. -t©^ 

r::-e, JilER 1 0 x^ztiz m&£tix\,->xh£\*^ik7kmmi t UTfi. 

*mxn. \*&m (xiv) £3*7^-5 ^<kKU:<9, (11- 1* ) zmm-r 

^m^RfcXi-Z, (XIV) {^LTjItc^J^I S4^VNU^ig|HJ (flP* L 
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m.-t z> z t > m*tfr>\> = svm wz-tx. — /v*»* * j — £*) % 

x-r^i (0!l;fcff , 7h7t Kn77^, v^^Mf^ ^j^/loc— TfrteZ) . 

mit&mm (mz.&. <<wyt*z) , 2r«0Uft&kss (0iix.f£, 

3 0^ 1 0 0"C-Ctf 9 £ t&V&Zo 

10 

Dfe-eiS3|sHk^«5^ brffli^tiste^ (n) y' ^-s--efcs^ 

^ (II-2) H:, #J;itfTSBKfcte«fc!)jKii£;ix5 6 

fH^OH ■ XS1 1^ .R 11 ZI2 *5*sX 

(Ajp <*>p 4 x 7l, p 

(II-l) (XV) (H-2M (II-2) 

t \*LMM&7F-T* ] 

r 1 1 teams rgm^tb-c^r^ctv^^TKmsj ifjfeR 1 ie&tts rg 
tfe&avcivrfc «fcv\BHbic*3£j tl^-C&D, 0* b< itmm&i <cv^L4© 

#Sfc-crau fb^^j (ii- 1) t (xv) to^it), di-2' ) 

*m&rz>o *&foteffit&Fmziotfz>i[:&!fo ai-n tit^m (iv-d <b<z> 
25 (xv) e^feio5^fe-e»3g-rsrids-e#, miss* ttt)A# 
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[IDS 2] 



#8s-Ctt, Itltlimfe (II- 2' ) ^P7K^?-T-5C^{CJ;9, jb£^ 
(II-2) SriSiti-So *SJ^ttflWBAifetJ:*3»tS^«!J (1-2) <o1b*&MK 
&Z>i\&m (1-1) <Ofii3ti:^«HcUTfffettS. 
&*3, ib^^J (II-2) fit?-:*— /u£ L-cmil^J:t> 4 *ii^LT^J;<, £fc_hi5 

Lfc<b^ (1-7) OSm^fflV^tiV^ 



it&m (II- 1) <D7k^£JMXE^&1-£SJ&te. ^^Lf^E^ny^^ 
4&^tt, (II-l) t^ny^kjW^SU?t-«t9m\ ^P^>f^Ji L 

tt^O^^JOftffllll, fb£^ (II-D l^ifC^j-b-C, lfcV>L,5S*"T* 

{b^ttl- 1 ) kX/^—MkfflkORJfctek X 

^b^(II-l) l^St^UT, l&V^5!!ifi:-Cfo5o CKOHK.&Sbfry 




(II-l) 



(V) 
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Miif^r^y, fc°y^>\ ^f^r^yy, 1, 4 -s?tip if^ n [2. 

2. 2] (DABCO) fc^O^Pfil&S&l&V^l OMS*fflV>-Ct>«fc 



0°C~1 0 Or, »*b<tt-l 0t~5 0°CT*tT5 r. <b^x* 

GftfMt^^ LT^b*i5*b£^ (VI) f4 % mWHFfBMSfcfciJ;!)*! 
[Mft] 

cH><c-° Rl0, . cHA- 0H 

xH/ § — x 1 ^ s 

(R)P (R)P 
(XIV) (VI) 

Elit&Sr^-r. ] 

*&-ci4, -ft:^ (xiv ) %m7kftffi-rz>z.tiz-£ <o , it&vo (vi) zmm-r 

5„ #KJ£ttffiSBAfete#tt5ffr£«|fc (1-2) <Dlmfr4m\z:£Z>4k&to (1-1) 
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Hm-zmmk&vat vxm^ti^t^m (vim \t, then- i 

N-2ifeK:J:0«3t£*l,5. 
[N-lSfe] 

+ R 3 -^H 2 x 1 / 

(R)p (R)P 

(V) (XVI) (VIII) 

*3fcT?f*. (v) <Ht^#> (xvi) bnBU&tz&v, (vm) Sr»i 

it-r^o *RJSfi«&ffiDife»c*3»ts^^ (II) <Mfc^#j (III) t^K^^IH^ 
\z\^x'uk>XiZ> 0 

[N-2S5] 

x \ ./ § + R 3 -NH 2 X l^|/ U 

(r)p (A)P R 

(XII) (XVI) (VIII*) 

&mtt4k&& (xii) tr^^T*fcttijfRT5> (xvi) ^ 

mfcfcxmk&Vo (XII) (C^J-UT, 7V^7Sfclili7^y (XVI) £rl 
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AT =• h\ ^ ^v^/W^v- h\ T"fe h~ h ]) /l^&if) ftifasW f>*L<5 0 R 
JESB#ffi»40 . 5 /<£l^ L 7 2 B#^. 0£ L< 1 L 2 4 0#P^T*&£ o SJ&i&S 

o°c~i o o°c, $f*u< teot~6 ox:xft? z.ttfx*%z> 0 

\\&m (xvi) w:, s#:^^feT^it-rsr migp°ptbT^A^ 

i -imx*ffim<k&vok \^xm^bfrz>tt&m (x) «\ ^j^^Tiso^^i 
lorn 



*%JfcMk&m (X) (DQtfSp (O) (OR 7 ) 2 ©iS^tttft^ft (V* ) 
bi\&m (xvn) fb^^i (x) (7DQ^ P r7 3 ©i^i:^ 

m (v ) (xviii) i:<7>s^c«t«j»ii&-rs*isfe-t?*>s. 

KRj£-CfiMfr£«3 (V ) (c^fLT, ik&M (xvn) SfcfiMfr&fc (xviii) £ 




PR 7 3 (xvn) 




(R)p 



(V) 



P(OR 7 ) 3 (XVIII) 



(X) 
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s?*-*-*:^ ^^/i^-Tvvftif) . ap^«W (fllfctf, *&fb 
^nn^/^) , ^Hbzk^ -^*^ftif) % 

^#»ift^7K*Sii (flllx-tf^-tf:/, h/v^>-ftif) , h^ttffittffifjft (#J 

ft if) ft if ^bl^HR LfcJSttf-CfT 5 £ i: is-c# £ 0 

KJSI^WI* 0 . 5 ft V > L 7 2 B#W> b < 1 ft V > L 2 4 5 0 RJ& 

jfi^teo l c~2 o o°c-etTp 3L<b^T'#2>o 

(XVII) 33 J: V (XVIII) rat, Sflc4«si©^rfe"C«3ti-Sri:3aS"e#, ft? 
IStSii: LT^A^-b o <5 0 fb£-«& (V ) tt, ±|BLfe^«fc 0»3ft**L5. 

I -28reJKK*W&&*i: LTfflv^ttSfb^ (xn) tt, 0tJx.tfTf2PifeK «k 

[p^3 



C^^OfB^-f«IBi:I^E^^^-r„ ] 

*mx*te. (II- 1" ) &8Hbi-<5wi:fc:J:?Mb-^ (XII) zmtk-fZo 

Mit^o frfc&mtMt Ltd, ^—SMb-^^^f^ ^Dn^o^fD 
^-r7A (PCC) % -fvAWtW V—VJ* (PDC) , S^^vW^A'Jfc^S' 

K-^b^-^-^y/K v^^^^^^^k-^, (y^K, by 7 

/i^nftgK v?^ a og»ft if) #£T<^vM ^vl^/Uzfc^v' K-v^v^ n^=* 
'WKfr/M?^ 5 K (DCC) ftif^tf^tt^o 




2 



(11-1") 



(XII) 
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^nn^M^i:') s (0iJ;Lti:, T-feh^, h W<£ 

S/Sl^Wtt Q . 5 ft l * L 4 8 B#ffl, 0£ L < 14 1 L 2 4 B#^T*fc S„ 

Pfe-CJ^5|sHb^^ lsXm^t>inZ>4t&V>> di-i") R 8 ^TKidJ^^-eft 
VMb£4fc (II-2) f3\ ^^fiTISP' «9M3t$tt-5 0 



*^T-fi, fbfrtt (xil-l) bR* a -Mk&RfcZM:X. 4k&® (II- 2) & 
§sa£«„ #8sKfi£v\ R^^SCTSr&^^ftv^lKf-e. 

(XII- 1) (C^j-b-C, R 8 a -M^lSSftVNL^aSSiy, »*U<tt#?Jl'>-^5^ 



CP* ft] 
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itTkmm ; -0-if>-, h/i^>\ ^r^uy^ WM{bKiI ; r h7t K 

fc*5, (XII- 1) te, _L|BPifcK:.fc!Mfc£4fe (II- 1' ) 

-ct>«tv>2«cDj|g^^b7K^S-efc5^#i (vi* ) , £fcte, j&x*mfMk 
/fiflSifeR^k***^*) x ^-or 1 ° ^^K^T?fcs<b^ (vr ) mz-ftT 



[Qfe] • 




2 



[Iff 1 - a ] 
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(V) fc*frU #$L<ttl3*fcv>Ufcifl5iy (»*L<ttl~10Si) 

So 



Rfemstfts mn.mox:^m2 o ox;xnozb&x%z 0 Rit^mn. aim, 

fa 0 . 5 2 0 B#H"T?*> S G 



[Ifil-b] 

<b-^#J (II- 1) bi/Tis4\ttm&^fr&&^RJ&\z£9KJ&£it 
Xik&m (xix) ^it-TSo *SJESttS9l2Ffejc:*5»tS<b^ (n-i) <Hfr£ 
(IV-l) «rRJ&£-&a;:i:lnJ:3fc£4fe (1-8) ^it^^t-UTtf^tL 

So 

[1*12] 

#ifcT-«u Igl-a* fclilt 1 - b Xmtctt&m (XIX) 4rAD7K4Wlp-#-S r £ 
i-i^ -ft:^ (vi* ) SrMit-TSo ^KtffiHWBAj&fcjsits^^ (1-2) 
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j m^tertzik^m (xiv) {M&rzmw&tok u-obv^ (xiv ) 

im&X$>Z>tt&® (XXI) *3«ttffk^ (XIV" ) tt, M^tfTIBRjSfe^itJjR 
[Rtt] 




tVK >f y fcVK y^/K -Y y/f^K sec -y^/K t e r t -y^/V 

[111] (XXI) <oj»3t 

ffc&flfe (XII) £ x 

(1) *^*-!>At (XX) (Q = PR 7 3 ) a>t>^2g£*l-5***=£A>f y 

(2) 7Vl"¥/HEJJ ^»S*n;*5vl/ (XX) (Q = P (O) (OR 7 ) 2 ) /^£>$f 

^ $ ti 5 * * * -r — h l> ^ # r =. ^- y £ S *S $ T or u y ^ y £ # -5 v > t> 5 
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Wittig-Horner-EramonsS^ 

KXV.ik&M (XXI) tmbtlZo [Xai a] 

^WittigS^fc-5VMiWittig-Horner-EmmonsSfS(-<t'5'ft:^#J ( I - 1 2 a ' ) <D 



[xg2] il&m (xiv" ) (DMit 

X*IlT'#ib*bfc^#> (XXI) Zim^^ilTC Utft^ (XIV" ) £r#5 
^■}fe-efe6o *S^«BUIBI?*W [It2 a] iZtel-fZik^W) (I-l 2 a' ) <7) 
Tkmmniz. &Z>{£&m (I-12a) c0Mit^[^^-b-C^tl-5o 



DfeU^tf^b^ (III) ^J^^TffiSfelCj: «9Mit$n^>o 
[S&] 

o o 

(IV-2) (III) 
#?2rm, (iv-2) <D*g£g£M^E^&^5r£K:J;«9, 

(in) zmm-tZo *fcfottttmi.m\z&ifz>it&!®) ch-d <7>7Kg&££M£ 

I-l&^&tt^b^ (XI) (i, ^J^^TI5T^J:«9M3t$tL6o 
[TSfe] 

OH O o O 

(IV-3) (XI) 

(iv- 3) ^^b-rsr^tdj; (xi) *mm-rz>o * 
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Kfc&tmpmz&v&it&to (ii- 1" ) (omihiz&zik&vo (xii) <o$mt 

I -2m\z&tfZ>fc&® (xni) tt % ^J^L(^TISUife}c:J:t)^it$n'5 0 
[UJfe] 

9b " J 3 «4 ^1 + PR? 3 (XVII) 

R 9b -c-m!^ m 3 k m* or 

(III-l) ° P(OR 7 ) 3 (XVIII) 

o 

(XIII) 

^RJEStt-fk^l* (XIII) <DQ&P (O) (OR 7 ) 2 (Dm&izmt&VO (III- 
1) tit^ (XVII) £©KJfcK:«fct) % (XIII) (DQtfPR 7 3 <DW&\Z. 

mt-&m (III-l) (XVIII) t<OS/SfcJ:i9 3K3ti-S^i5fe"X?*)« 0 

j&fctMRO&KXsttZit&m (V ) ■teWLSm (xvii) ^fcttte^ (xviii) £ 
S)££^S-<blcJ;5te"g-#> (X) W»!5t^l^«lfcUTfTt>tt5o 

**S, *XS^*3tt6^-S4fiJ (III-l) »4, it&m (III) MISS 

Emz&tfZik&m (IV) % FftK^ttSfb&tt (IV- 1) , G«fefc*J*t*^ 
^ (VII) , H&KfcttSffcl^ (IX) , SjSfe^*5»t5^4fe) (IV- 2) , *5«fct* 
T&K:iott3te£-#> (IV- 3 ) {Ztlb<Dik&toft±XTi£vmztSl1rZ>4£&tto 

(xxii) m^**L5s) it. m*.t£T&vmz.£ DSagstts. 

[v«fe] 

z -y»- m V m1 x- m y or1 - H - y ^ M V Ml x^ M Y ORl 

(XXIII) ° (XXII) 0 



WO 2004/022551 PCT/JP2003/011308 

84 

jJ7>b<D&m&%. —Y" -fi-O-, -S-, -N (R 3 ) -*fcf*-C ( = 

O) -O- (fit, #/l^^/l^§(tteM 2 ^^-ra) ^^OlS^-fiHUfS 

tmMm^i-o ] 

#?£-ete, fb£^ (xxiii) it%m (xxii) £ 

ffiV>bn?>z)^ TPROTECT I VE GROUPS IN ORG A 

NIC SYNTHESISJ Second Edition (JOHN WI 

ley & sons, inc. ) ^t^^mh^^n^m^tix^^^mcm 

Vfe{;i:fctt5<fb-£#> (XXIII) itt, x 2 ris-o-3;fcte-s--efc9, M 3 
^M-£#-e&Wt<^ (xxiii- l) « x mtfTlEWfe^J; 9$!!i££*L6„ 
[wj£] 



(XXIV) " iJkl (XXV) 

Hs x rM Y° Rl 

(XXVI) I ^Y'-^^^x^^Y 01 ^ 1 
IS2 (XXIII-1) 0 

[Stf, X 3 fi-O-^fcfi-S-^, M 3 a Km&£*l-tl^Tt><fc^2faC0JIi 

cxmi] 

(xxiv) OTK^s^giSE^m-r^^^jcit), 
(xxv) *«5ti-5. _*sis;ttS&i2LSfe^s3*ts^^ (ii- 1) ©zfcM&s&iuai 

[IS2] 
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ignPHfeiifc^ (xxv) ti\&m (xxvi) k<Dfrfoiz.&<94t 

&® (xxiii- 1) &mm-rz>o *§&mm*. m%.ttm&Dmiz*irtz>{k&® (id 

(III) t(D5ifo^£<9 (1-7) ^it-r5^^l^l^^##TT* 

[i§2] \z-&»z>i\&® (xxvi) eflc^p<o^fe-e§eart-5*i:3as 

vfe(c*5it-5^#^i (xxiii) t-ur, x 2 ^-o-^fcfi-s--efc^<b^ 

(xxiii- 2) ft, mz.&mxmic±v)wm£tiZo 

[Xj£] 

^M* OR 1 . 

(XXVII) (XXIII-2) 0 

(xxvii) kik&to (xxviii) twK^tiQ^ (xxm- 

2) ^^at-r^o *»jtfett, ^jx.fiB&iBD^(c*3tt5^#j (id tik&m (in) 

(1-7) SrJKai-t-S^&^PI^roK^^T-CtffetLS. 
ft*5, JilBXfeK&tt^fc^ (XXVIII) tt % g»«T»5:t 

VjSfe^JBDPKb-fr*^ b-CfflV^fettS-fk^ (XXIII) lC*5V>-C, X 2 
fcf*-S-T*fc«5, M 3 tff&ttX'hZik&m (XXIII- 3) «\ ^Jxf^TfSY^ 

^M* OR 1 
H0 II 

z -r- M V xl n (XXX ' ° ■ z^'S^^Y 

(XXIX) (XXIII-3) 0 
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*Sref4, tt&m (xxix) tit^m (xxx) ^v^^s^K^ct tJKJ&^-fr 

T<b^#) (XXIII-3) Sr^it-T^o ^RjfcttllifSEFftWsttSft^ (II- 1) £ 
fc-S^ (IV-1) (1-8) ©jSHgfcftE&KlLTfT 

ft**, ±IBYfefcio^5^#i (xxx) it. &ftteto<D%m'?9mtZ>z.k&-v 



V&|C*5ttS^k^fe (XXIII) iLTX 2 *5iI>TVI 4 j&sfcfcmtt^-cfco* M 

(xxiii- 4) ttm\&va (xxin-5) it, mz.i*Tts.zmz£y)mmtsti2>o 



R 

(XXXI) (XX-1J (XXIII-4) 



R 12 

b OR 1 




13 



,12 



ita2 



Y 

R 13 ~ 
(XXII I- 5) 

[a;*, m 3 b tt^^fc^em^nTv^Tt <tvN2»^jte^^b7k^s^ 
^^bTK^Sj ^uTVNTt^v^ms^«bjil:^^tt-5«ms^b, ^ 

-T y^n fcVK y^/K s e c -y^yK t e r t -y^/^ft^ft 



[Igl] fc£-#> (XXIII-4) <£>M5s 
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K&m (xxxi) 

(1) J*M. (XX- 1) (Q = PR 7 3 ) ^f>if$il5*^*^!?A^ 

(2) TVl^/HE U ^v^^tvU (XX- 1) (Q=P (O) (OR 7 ) 2 ) 
Wi tt i g-Horner-EmmonsJsL 

K£oT, (XXIII-4) £#5 0 *KJCS»4llWB I ife© [Igla] (dfcft 

SWittig^^fc^V^iWittig-Horner-Emmons^/^ClctS'f^^ ( 1-1 2 a ' ) <D 
®tft£ PTO- UT^f fc>ft3„ 

fl^j (xx- 1) efl^*po*«fe-e»3arr5^i:*s-e#, •m^^br^A 

CIS 2] (xxiii-5).©*Bt 

is i x*mbtitc{k-&m (xxiii-4) (oz.w^^Mjtx.xit'km (xxm-5) 

*#S^feT-S>5o*SJStt^fiai&©[lS2 a]^*5(tS^#l(l-l 2 a') 
(DtK^^P^J;?)^^) (I-12a) (DM&tmMlCVTftfrthZo 

vmz.i&VfZ>ik'&m (XXIII) irUTX 2 ioit/M 4 aS£fctO!g£^-C&*) % R 

a£-C*>S<fb&4fe (XXIII-6) . *5<fctf, (XXIII) i: L"CX 2 *5J;T>*M 4 & 

th^m^-efty. m 3 ^g^$HTv^t>J:v>2«oTO^^b7K^-e*) 

<9, tf>o N R 1 ^tK^^-c^V Mfr&fc (XXIII- 7) tt, ^J^LttTISAafe^J; 



[A a ft] 




M 



3a 



E 



Il1-a 




OH 



(XXV) 



(XXXII) 



(XXIII-6) O 



3a 





OH 



(XXIV) 
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[iSl-a] 

*m-Vl*s 4t&® (XXV) Mv'TW^^K^tT^ (XXXII) 
afii-5. #RJfcttlltraEQ8:0> [ISl-a] (V) ^»->7^ 

^itS^^^Sr fcfc:J;Ms#*b (xix) <DWkb l^l-LTfinbtiSo 
[Ifil-b] 

*j*-C*f4. (XXIV) ^'>T>^*SrV^^S3t5£R^«t«JSJE&$* 

Xik&to (XXXII) £$g5£-f-£ 0 *S^fiBUlBF&^*3ftS-fb^ (II- 1) <Nk 
^ (IV- 1) &&fctS J £Z>^bfc£Z><k'km (1-8) <D«i5tt^l«^UTfT*5 

[IS 2] 

#ifc-Ctt % X@ 1 - a * fcttlg 1 - b -CfWfc-fb^* (XXXII) ^*D7K^1--5 - 
£K:=fc Q^ik-S-® (XXIII- 6) Sr3K3jH-So #KJE«liiFSEAifefc:fctt5fc^ ( I 
-2) ©^K##te.fc5fl^fc> (I-D <DMmkftmz.LXftt>tiZo 
[IS 3] 

^feT'tt, XM2X*'&t-ik&Vo (xxiii- 6) ^^x/Hb-f-S-^fvij; I9 % fk 

^ (xxiii- 7) zmm-tZo nw-^<D^x-M, m*-tt.$&4f& 

mmt^mm. (%w) m2 2«#»^iv, 4 3-5 m^ti^mmh^^i 

wm [iii] infettaffrg^ (xxiv) „ ssit/zfejcferts^k-fr* (xxxi) 

Ho *fc. {k^#> (XXIV) (TIEB hmX*(Dik&m (XXIV-1) , ft&m (XXIV- 

2) ) *5«ttwk^ (xxxi) (TIEB hmx(D\\^m (xxxi-i) , it&m (XXXI 

-2) ) fc^kfTlEB b^^oT, (XXIII- 8) (Aa*feT«££ 

tiZik&m (xxiii- 6) % fk£^ (xxiii- 7) % zm-eM&ztiZit&to (xxiii- 

4) , -fk^ (xxiii- 5) &ht>&fcit&y>)*7sk-t-) frbmmztiZo 
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[Bbte] 

Z 



(XXIII-8) (XXIV-l) 



XS2 Z^^t^M^H IIS 3 Z -Y"^ M ^gr M3 Y^° H 

_D O R -M (XXIV-2) R 



(XXXI-1) 



184 Z^„..-M 2 v ^.Ml b 



A 13 a 

(XXXI-2) R 

l^^^?:^"t"o ] 

JblER 1 3 ' }c*5{t§ tW&£tiX\,^Xh£^fik4b7kmmi tt, Buffi 
it&m (XXIV- 1) (i, J j£ic*5tt5fl^5 (XIV) (D3l7n^«t6'fb^ (II- 

i) <D$mtmm<D^rx\ \\^m (xxm-8) *m7€-fz>z.tic£<omm£ 

[IS2] 

(XXXI- 1) tt, ffilEUfcPteKlrfcttSte'g^ (ii- 1" ) C75^b{dJ:S 

(xii) (Dtmtm^<D^rx\ \\&m (xxiv-d zMik-tzztxm 

[XS3] 

\\&m (xxiv- 2) mm^tcp' mz&trz><t&%> (xh-d ^r 8 a -m 

fc^RjSK.fcSte'^fcj (II- 2) 60^it<!:^^#TT% ft£^ (XXXI-1) £ 
[IS 4] • 

Kc&m (xxxi- 2) tts ffirfELfcPteUiSsttSte'S^ (ii- l" ) ©ifctefcj;* 

(xn) <Dmmtmm<DgzftTx\ its® (xxiv-2) ^tsrit^ 
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j ma&v (xiv) tu, m 1 jftsis^-e&o, r 1 0 tm&ztix 

te^HIM (%W) m2 4mmm&j&vu 5 0 0-5 0 4l, 1-6 0 5 6 

9, Synthesis, 12, 1 0 2 71 (1 98 3) #^»r:ffi<fcfc5^f43l/B$;h/CV , » 

Mx.i*$54mmmt^mm. (%w) s&2 4m^m^n. 5 1 3-5 1 71^^ 

(I) £>R, R\ R\ R\ SUA, M\ M 2 % M 3 ^^tb^4x^ri-6« 

«t ? Kfk xjis*~Mk. - hn yfb, 7/i^/M^ r y -/Wb> $ Wtm 
4b, */i^JwWfc, TA-*Mk. TV—Mk. mt. /Npyy^og^lciU 

vmm^fmx&Zo ^oyyg^^ #a^sms/^, 
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/WtJ^/U T-fc^vK ai^yl^A/ztfn /Uft if) x 

(0flx.fi, y^/K n-^ntVK ^y^PtVK n-^/K tert- 

t KP^VGHftWSi: LTfi, ^fiRm^-CV^-C^ii^C, _ 6 Tjv^jv 
(0Ox.fi, y^/K ^V/ntVK n-^7vK tert- 

yf-AsftZ) % 7~~;V^ C 7 _ ! o 77^^ (#lxJi, ^y^i:') , C 
, _ 6 Tt\s*r>v-jj>\,i$=.>v (#Jx.fi % T-fcTvK ^/l^/i^^/uft,}?) % C 
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flIXtt, l*v^U4i@SS«)^o^>'Jl^ (Wittf, ttBMK-?- % 
JD5HF\ a^SJJW^W , C, _ 6 T/i^/v (tfiRtf, *?vi\ n-^° 

ofcT/K ^ y/o tVK n-^vK tert — ^vnfc if) % 7:n=/K C 7 _ , 

*/\s#7h<D&mm£\sXtt, mz-f$t Fu^isv&m&kvxm^btiztfm 

v>b*i5^ fljjttflk t K7^^ K^^, 

(0)J, ttttL S*N1k *7^^n^b^ 7 7^, ^EJi 

^ n-r b^77>f- ) \Z'&*z>Xftt>tl2> 0 

*k it#^5M (i) &mmttxntbtitzm&ia^ &wj&mim 
(i) 7)5, yt¥m&fc. timmmft. mmm&fttftim 
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1) #»JI5&fite 

^-fe^friat^stt*^^ (+) -^fvufc. (-) — 

( + ) -iB^lfc, (-) -ffi^tt^ ( + ) -1-7x^7^, (-) 

2) ^7^7^ft 

gli-S^o^lx.^fr^ci-v h^7 7^-©^ ENANT I 0-OVM(h 
— y — ttts!) &5 v ^2. ~&MiM C H I R A L > y — W^yjVjj v 

— <£>*§£\ CP-Chirasi 1-DeX CB (v 5 — ^^**±$g) 
ZtD*?** 7AM UT^HH-S. 

3) S^T-Xt^;^— «fe 

(0»Jx.tf, MT PA Ca-^h^riy-a- (F!J7^n^f/V) 7^ 

x (-) -^vh^^s^) ^i't^tsrtia^ *tL^ 
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^fcbtt>Wffit?*>5. £t>K, *&m<Dit&W (I) l±GPR4 0g^il 

hftmxhz> 0 



*M«B»{id3V»T, ^S^T$ yiK*^fc«H3--T?**i-S»fi\ IUPAC-IUB 
Conunission on Biochemical Nomenclature^ J; <5B§-^-&<5 V^fj:^ tMftW K^otf^) 

WSfcfcll (PPARy-RXRa oIi# U #V KfiHt) 

###J8 aT*#WcPPARv : RXRa : 4 ERPP/CHO-K 1» 
0%!^^j^jfiL?t [7^7f^P^-tt (Life Technologies, Inc.) 
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ifcffl] Sr£tf'>AF 1 2igife [?^7f ^/oi^-tt (Life Technologies, Inc.) 
—a (Corning Coster Corporation) $L *IB] ^2X10 4 cells/well <t 

l%^^^^->jfiL«Ty^5^ (BSA) ZStt'^F 1 2m&b&ffik& 
M2 Oult^mmL. 3 7°C<7)^m^-r ^a.^— l 8~2 4« 
^Lfc #iftS:|&*& % HBSS (HANKS' BALANCED SALT SOLUTION) (BIO WHITTAKER 

10 1 4 2 0 ARVO"7/l/f7^!)V^- (Mult i label Counter) (V y */ ? 

(Wallac) *±) £^T. ;l^5/7x 5— £?£44£2l!l;t Lfc,, 

0 0 nM»B#cD^>:7 x7- ^Stt^ib^^^tli Lfc 0 1 ] 









15 








C*i] 










20 


1 (3) 


2. 8 




5 (2) 


2. 3 



rcDi 9 ^W-fk^tt, ftlfcPPARy-RXRa u ~ S# <J 

25 # V KiStefc^T-f-* r. ir tfftfr^tCo 

&mM2 (PPAR6-RXRa ^fnZi^y ^Kffitt) 

##0!I9 aT^KSUfc h7^7i^v'3^?) 1 8~2 4B#»COS- 

uBBiiasriaiiRU o. i%iii^^!7->jkftr^^^ (bsa) (fp^m 
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W ^CfDMEM^ [7-f7r^ y u v 5 — ^fc (Life Technologies, Inc. ) 1, 

i/WvLX 10 4 cell s/wellt&5J; ?fc:8 0 ju 1 ^o}f3iLfc 0 j^T, 
ttMMfr§4fe«r 2 0 /z 1 U 3 7°C, 5 %C O 2 3 6-48 B$fflJ£2l b 

5 fc„ 9 6 !7 :x7V/fc !7-f h ~f h J; «9 HBSS (HANKS' BALANCED SALT 

SOLUTION) (BIO WHITTAKERtt) ~C2i£%)%R X^tz.^ yjl v 5 — yLT7. 5 (fPTt^B^) 
. & 4 0 // 1 8fe&n U SH^EK 1 4 2 0 ARVO - 7/i'f'7 /< /^ — 
(Multi label Counter) (V 7 y 2 (Wallac) *±) £fflV^T, yW>:7:n 7— 

io «*^*#Ma:4.*©/i/^7*9--tfflH4S: l t tfc^o, #ttttfl?£<lfei 

^i" 0 





W#* 




5 


(9) 


6. 7 


6 


(4) 


7. 4 


6 


(6) 


6. 6 


6 


(24) 


6. 8 


6 


(26) 


5. 6 



25 Z<D£ pi-* ftlfcPPAR 5 -RXRa -TDlMy 

W8*0!|3 (P PAR a -RXRa ^rnlifjc^y Kgtt) 

12a T-HJfe Lfc h 9 7i^->3 ^frb 18 — 24 0f F^tf) COS- 
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1»US*EIJRU 0. 1%C7)BSA (flgJttf^^) (fnft) ^ttfDMEM^i 
[7^7f^a-Hi (Life Technologies, Inc.) *ffl] izMM'&, 9 6 
t7^A-*!7^ h^U— h ( ~^?#M. 3fcH) tf>£->7 3i/l— 1 X 1 0 4 cells 
f@<£>M£8 0/z l<5oSmbfe 0 S^T % {^M2 0/ilj^!BU 3 6-4 
8B#Pb1> 3 7°CT^^^^^^rr-<— * — -eig^Lfc 9 6 ^/V*?^ 
U—hX<0 J#*fi HBSS (HANKS' BALANCED SALT SOLUTION) (BIO WHITTAKER 

*±) -C2{g«l Lfc t° y # V L T 7 . 5 (=fnft*«) 5:4 0 ju 1 Sfc&P U fit# 
1 4 20 ARVO-7/Vf7^!>V^- (Multilabel Counter) (177 
(Wallac) *±) £J3l^T, ^'>7 ^ 9— t??£t££rffi'J;£ bfc 0 

fc 0 [*3] {^-T 0 

C^3] 



1 




1 0. 


2 


2 


(1) 


1 0. 


9 


5 


(5) 


1 0. 


1 


6 




9. 


3 


6 


(1) 


8. 


9 


6 


(2) 


9. 


2 



^(DXolZ. ^SSEffc^tttt* ItlfcPPARa-RXRa p ~ fi{£ y 



umm4 (gpr4 oiz.m-z>&®ftffii&mmizm (r=f-xbftm) ) 
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fc hGPR4 0&§£%L£ J £tcCHOmf®W (No. 104)£3X10 4 m/ 
1 0 0 /i LO^^tlS ± ? Black walled 96- 

well plate (Costar) |:1 Kfotc 0100m LfoM, C 

o 2 mm&tzx-w&mvtio w^^^^M^i^FL ipr (mo 

5 lecular Device) ^ffl^TiiiJ^ Lfc 0 ^feSr^TJ-IEifeLfCo F 

1 u o- 3 AM (DO J I N) 50MgSr21iuL DMSO(DOJIN) 
KSSftSU $ ^{C^iCO 2 0 %-ftVxi (Molecular Probes) 
^l^xM-k^ 10 5// WM5:^P Lfc 1 0 . 6mL07yt>f^5/ 
77"[HBSS(Invi trogen) lLC 1M HEPES (pH7. 
10 4) (DOJ IN) ^20mLttU /n^VK (Sigma) 7 1 0 m g 

£1N NaOH 5mLf«i$f,^±|E(DHBSS/HEPES^i5m 
L^Dt^LfcMl 0mL»lIIt5 o ] (C^JPx., ^tfeUSgifcSrBi 
mi^ti 0 U^u— hcDi§«fe^f: % ilC^^^^^^ l X3btc<9 10 0m 
L -f o#Q^ C O 2 ig^gMT 1 NfP^# UMi^^fe* 9 &£-#fc 0 

20 

g p r 4 o ^M-fz&mtmmmmftm 



EC 



5 0 ' 



u M 



25 



5 (8) 
5(10) 

5 (1 1) 

6 (4) 



0.10 
0.8 7 
0.5 8 
0.18 
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6 (6) 0.16 
6(7) 0.2 9 



yVSU^m 2. 0 
5 

»W^Jla~l 2 a (Cf2«oae^-^?fe(^ /&» (Maniatis ib, ^ 1/ 
10 *r=i.7— • ^n— ColdSpring Harbor Laboratory, 1 9 8 9^) {CfE*c 

fc hPPAR 5iHH^c£>^n — mmc DNA(I#i, QUICK-Clone 

15 cDNA)£ilM£ U Schmidt, A. k^fg^ (Mol. Endocrinol, 6, p 

163 4-1641 (199 2)) LTV>5 P P AR 6 itfc-?-<£>tkSIB?IJ£:##K 
f^iLfc^^- fey h 

PARD-U ; 5' -AAC GGT ACC TCA GCC ATG GAG CAG CCT CAG GAG G-3' (I£?lJ#-5§- : 1 ) 
PARD-L ; 5' -TAA GTC GAC CCG TTA GTA CAT GTC CTT GTA GAT C-3' (BE?iJ#4§- : 2 ) 

20 zm^^tcPCRmzxvnotio 

PCR^MAmpliWax PCRGem 100 (^?g3£) ZM^Itfty h ' h (.Hot 

Start) feXft-otLo TfSfMMk LT, 10 x LA PCR Buffer 2 » 1 , 2 . 5 mM 
dNTP 3(iK 12. 5 M M7 , 7'fv-gi#2. 5^1, MfTKlO/i 
1 &$££-Lfco JbiiiSffit LTIi, LTt F«cDNA (1 n g/m 1 ) 

25 £ 1 n K 10 x LA PCR Buffer 3 u K 2 . 5 mM dNTP Wfc 1 ju 1 „ TaKaRa LA 

Taq DNA polymerase (^iBag) O. 5 n K ^0^^7K 2 4 . 5 ju 1 Sr^^Lfc 0 
WR UfcTJia*tlC AmpliWax PCR Gem 100 (^iBi£) £ 1 TOAD U 7 0 t"? 5 

#KU 7k*^5#F«Jg# N ±i^=Sr JP t PCR ©SM^r^l Lfc, 
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Lfcfc, 9 5t-C'2«ILf; 0 9 5ttl5m 68^2^1 

<D1M^&4 5lHl^«9igL^ N 7 2°Ct?8^r»abfc„ #WcPCRS 
• ^T^n-*^ (1%) «;M&»jU PPAR 6 itGrf&^tf 1. 4kbO 
DNA^^yV^blnmXL^, pT7Blue-T vector (^@i£) I^At 6 r £ 
5 «t<9^7^^ KpTBT-hPPARS^Lfc. 

t hRXRa5t^(D^n— -i^te, Wfli cDN A (Mftffi, j$.g,« : 
QUICK-Clone cDNA) £r#IM£ U Mangelsdorf, D. J. btfWi& (Nature, 
10 34 5 (6 2 7 2) , p 224-229 (1 9 9 0) ) LTl^RXR a l&fc+O 

XRA-U : 5' -TTA GAA TTC GAC ATG GAC ACC AAA CAT TTC CTG-3' (IS?lJ#-*§- : 3 ) 
XRA-L : 5' -CCC CTC GAG CTA AGT CAT TTG GTG CGG CGC CTC-3' (IB?IJ#-§- : 4 ) 

15 PC R&fol^ AmpliWax PCR Gem 100 (S?@it) £rffll y h • J* h (Hot 

Start) &refTofc 0 tf, 10 x LA PCR Buffer 2 /i 1, 2. 5mM dNTPj»3/*l, 
1 2. 5/iM^7^v-^2. 5 jul, $£0i&©7kl 0 nl «T»frbTTJi»»E 
t U;fc 0 £fc, ttfc bWflSi cDNA (1 n g/m 1 ) £ 1 yu K 10 X LA 

PCR Buffer 3/tL 2 . 5mM dNTP^*£ 1 & U TaKaRa LA Taq DNA polymerase (^ 

20 m&) 0. 5/zl, ilIS*2 4. 5 jtilSrft^U-C-LJliSttfc Lfc 0 

_blEUfcTil»l^(-AmpliWax PCR Gem 100 (^Mit) 7 O'C'C 

^Aofcfa- y^f-— ^/hm (/•?— a. *s) {c-try 

hbfc^, 9 5^2#Pe,TOlLfc 0 9 5^15^1 6 8°CT*2# 

25 P^^^£3 5[h1«&L/c^ 7 2t:T*8^r B MLfc 0 

■#WcPCR»7ifn-^y;V (1%) S^SMKjU RXRate^ 
^tfl. 4 k bODNASffjt^yVv^tjtslJlXU^, pT7 Blue-T vector (SMia 
M) I^Al, ^^U'pTBT-hRXRa^lfco 
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###ij3a (fchPPARoU RXRai»7^; K^f^K) 

^7^.5 KpMCMVneotf) 5 . 6 Kb KpnI-SallWf>t £#%#J 1 a ISt^T 0 ^* 5 
KpTBT-hPPARiOhPPAR 5 jt^^Sr^tf 1.3k b Kpnl-SallBfrJT" 
SraliSU ^7^5: KpMCMVn e o-h P P AR 8 Srf^RUfc. 

#%#!|4a (fchPPARoU RXRaW/7^5K©f^) 
^7*5 KpMCMVneoO 5 . 6 Kb EcoRI-SalI$r)t £###J 2 a fE*c<£>:/^ * 5 K 
pTBT-hRXRa©hRXRaI^f^tPl. 4 k b EcoRI-XhoI$rJr£rig 
feU ^7^^KpMCMVneo-hRXRaMlf:„ 



###15 a (^-^-^?^$KOffiB) 

7i/yVC o At^'^-f OP P AR^ti^> ^ h (PPRE) Sr^tfD 
NATO, OT05'«!) ^Ift^fiJcDNASrfflV^Tf^BiUySi. 
PPRE-U : 5' -pTCGACAGGGGACCAGGACAAAGGTCACGTTCGGGAG-3' (IB^JS-^ : 5 ) 
PPRE-L : 5' -pTCGACTCCCGAACGTGACCTTTGTCCTGGTCCCCTG-3' (Ifi?"J#-5§- : 6 ) 

£1\ PPRE-U, PPRE-L&T-— V .J^LfcfL ZfyX 5 K 
pBlueScript SKtD Sail gMflrfcHfALfc. W AlW^WttaaEWSrSt^S - £ 
PPRE^4f@^^x^(-i$feLfc^ > ^^^ KpBSS-PPRE4£r 
il^UfCo 

HS V f ^v/y-^ — if • 5—-^ iN-^o^e—^ — (Thymidine kinase minimum 
promoter) (TK^b^-^H £M^£>:? —^{3:, pRL-TK vector 
[T'n^^ (Promega) tfcSL #H] SrUli: t, Luckow, B*>aMR# (Nucl 
eic Acids Res. , 15 (13) , p 54 90 (1 9 8 7) LXV^ 
5f v^y-^t-f (Thymidine kinase) Stfe-^O^n^— ^— ®J£©J£3EE 

TK-U : 5' -CCCAGATCTCCCCAGCGTCTTGTCATTG-3' (IB3?IJ## : 7 ) 
TK-L : 5' -TCACCATGGTCAAGCTTTTAAGCGGGTC-3' (ifi?lJ#-5§- : 8 ) 

PCRKJ&WU AmpliWax PCR Gem 100 (SJiiffiR) &ffll^fc#5' h • — h 
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(Hot Start) feX*?Totl 0 £1\ 10 x LA PCR Buffer 2 nU 2. 5mM dNTP^ 
vU 12. 5 M M7'7'(v-^2. 5 ttU&tmmGSfrl O/il^^LT 
rmmMt^tc 3:fc, iiiltpRL-TK vector 1-7x2* if (Promega) 
tfcSL £ 1 A* 1> 10 x LA PCR Buffer 3 /x 1, 2 . 5mM dNTP^^ 1 n L TaKaRa 

LA Taq DNA polymerase (^JBaSK) 0 . 5 n L MM^^tK 2 4. 5 m 1 £21^ LT 

±|BLfcTJf Jg*£KAmpliWax PCR Gem 100 (^ffijfiK) &H0MIL, 70t 
■C5^M, **-C5#WI#yffiflL JJSI^jdDx P C R ©Sfti^il! Lfc c 

-fey KLfctg, 9 5^CT*2^rWSLfc„ ZbiC 9 5°CT'l 5S>K, 6 8°CT* 
2lM<D'V-'(9fr&3 5B|*9i8Lfc«, 7 2tf8«iU. 

#bnfcPCRjg^£T#n-;*y/P (1%) «Stf|cttU TK^n^- 
Sr^tf 1 4 Ob<7)DNA8ff>t?r^7)^(EmXb^. pT7 Blue-T vector (SiB3g 
SSI> i-fAtfco :^7^^ Kd» h U PSSMSBgl I 1 1 Ncol X*mWr-tZ>Z.k^£V 
#fcTK^n^-^-^tf|f^lry7^ ^ K p G L 3 —Basic vector LVn ^ 
# (Promega) ^±M> *ffl] (DBglll-NcoI^ £iS#£ S K p G L 3 — 

tt^nfc^ 8 ^^^ KpGL 3 — TK<£>NheI— XholBfrK - 4 . 9kb£:7°7*5: Kp 
BS S-PPRE 4<E>NheI-XhoI$r>T"2 0 0 bp^il^-T 6 £ <b \Z£ *) x ^7^5 
KpGL3-4ERPP-TK^HLfc 0 ^O^^^^ KpGL3-4ERP 
P-TKSrBamHI (Sfiatfil) "C«I»f T4DNAJK^7-t* (^gi£§SD 
fttatCtO^SS^^kUTDNAWf^Sr^o pGFP-Cl 
£Bsu3 6I (NEB) Ti^Lfc^ T4DNA#U^7-f (^iBaSK) 
^ct^^^m^L. 1.6 k b©DNA»f^*ftfc 0 PfDNA»?Ji-£ji*H-5£ 
^^«fc9, U 7* 5 KpGL 3-4 ERPP-TK neoSrflllfib*:, 

iS^T, ^ — ^7^5: KpGL 3-4 ERPP-TK neoOPPAR^ 

®&^u*i/b (ppre) <Dfaz&mfa$\z.vtci'tf~-*~-7'7x : $. v*Ym 

Lfc 0 -f 7°7* 5 KpGLS-TKOKpnl-NhelKff^.gkb^^^^^ K 

pBSS-PPRE4OKpnI-XbaI^jt200bp^ig^i-'5 ^blcXV 79* ^ K 



WO 2004/02255 




PCT/JP2003/011308 



pGL3-PPRE4-TK£fEM Vtc 0 77 *K KpGL3-PPRE4-TK£BamHT (Sjgjg) X'tyWr Lfc 
& % T4DNA (S?@at)^S{-<t 9*4Jg¥^bbfCo ^^-^T% 

pGFP-Cl(m#^)?rBsu36I (NEB) TiiUKfrbfc^L T4 DNA fe(^i@i£) 

/K— ^7^-5: KpGL3-PPRE4-TK neo£1?t^Lfc 0 



###j6a (thPPAR7lfef©^o--^) 

t hPPAR 7 lfeWn-=y^ «cDNA (j|C#»k : 
QUICK-Clone cDNA) £ilM<t U Greene ^^^^g- (Gene Expr. , 4 (4 
-5) , p281-299 (199 5) ) LTV^ P P AR y itfe^^SIH^J 
^^{^Mbfc^-r-^— fey h 

PAG-U : 5'-GTG GGT ACC GAA ATG ACC ATG GTT GAC ACA GAG-3' (IB?IJ#-i§- : 9) 
PAG-L : 5' -GGG GTC GAC CAG GAC TCT CTG CTA GTA CAA GTC-3' (@a?'J#-^ : 1 0 ) 
%m V ^ P C R <fc <9 ft o fc 0 

PCRS/^fis AmpliWax PCR Gem 100 (SigiifO ^rfflV^c^y h ♦ — h 
(Hot Start) fe-C»ffofc 0 10 X LA PCR Buffer 2/xl, 2. 5mM dNTP 

S»3/tU 1 2. 5^^7^-7-^1-2. 5 nU M0^®tK 1 0/tl%J|^b 
TTilli: L/Co Ut h« cDNA(lng/ml)^UK 

10 XLA PCR Buffer 3/il, 2 . 5raM dNTP&?*£ 1 *i K TaKaRa LA Taq DNA polymerase 

±lELfcTJi?JI^-AmpliWax PCR Gem 100 (SMitSS!) £ 1 TOyOP U 7 0*0 
T?5#IHK 7k*X*5ftffl&m&, llM^riDi P C R^S^SrHl Lfc„ BL 
fcmcvA^tz.^^—?*^—-*^^??— (/^^yx/pv-lii, *|1) (c 
±ybi,tc^ 9 5°CX* 2 ftm&mVtc 0 9 5^15^1 6 8°CT* 

2 ftmo^ ? 3 5 mm v m u^m, 1 2 °c-? 8 9twi®m 

#^tLfcPCRjg#I^T^n-^y^ (1%) mM&lbU PPARvit^ 
&"£tfl. 4kb(^)DNAif>»t^^V^^IimXLf^, pT7 Blue-T vector (^Mat 
M) C#AL, ^7^U*pTBT-hPPAR7» 0 
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#^j7a (tFPPARr, RXRa»^7^U'«) 

^^U'pVgRXR Wyfhn^xy (Invitrogen) *±BL *S] CD 7. 
8k b FspI-NotI^f>i-<h##^iJ2 aT^t^iX/cT 0 ^^^ KpTBT — hRXR 
a©RXRalfi^tf 0. 9 k b FspI-NotI$r>t£iS££ ^7^5KpV 
gRXR2£f£ii£Lfc 0 p VgRXR2$rBstXIT'^08lfLfc^, T4DNA 

^^ti^ 6. 5 k b(^DNA|#r)f£#fc 0 
— ?j> ###J6 at?#^tUfc^7^^ KpTBT-hPPARy^Sal l"e^0^f 

•VsKpnl'&gami-ZZ.klZ.&Q^ 1.4kb©t hPPARvlfi^^trDNA 

i^DNA^^ilM-rSr tKX <9, Kp VgRXR2-hPPAR 

#t«8a (thPPARv, RXRa|gm>ffl^7^^ K*5«t t^U^— ^7 

1 0 % •> v-JJSjfcjfilfi I? 4 pv 5 — *± (Life Technologies, Inc.) jfcU 

tRH] ^tP^AF 1 2J£fl& [7^7f^/n^& (Life Technologies, Inc.) 
&k Srffll^T 150cm 2 ir/l^/i^--^ — [3—^.^^ ^— %h 

(Corning Costar Corporation) j»L 3fc|S] -C4t$*fcCHO-Kl||llteO. 
5g/Lfy^y-0.2g/L EDTA (ifl/y^7^M) 
77- $ / n i?—t± (Life Technologies, Inc. ) *H] <fc 9 StfjP LfcfL 

IffiflS £r P B S (Phosphate-buffered saline) [7^7x^70 S*— tfc (Life 
Technologies, Inc.) *H] ^Sfcfr LT^LvfrBt (lOOOrpm, 5#) U 
PBStiiLfc. JfcfC, 'J— W*/Hr— [/^t7yKtt (Bio-Rad 
Laboratories) *H] SrJBVvC, TfacD^t^oT, DNA?:»I:|A 

•f-ftfc>*>, O^cm^ty^a^^hts 8 X 1 0 6 *HJ§&<h###i|7 a 
T-tt^tLfc^y^ ^ KpVgRXR2 — h PPAR7 1 0 u g £###ij5 a "C 
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mbtlfr^tf—?—-??*^ KpGL 3-4ERPP-TK neo 1 0 » g 

ni£0. 2 5 k V, 960/i FTT'^W^ hP^k->3Vl 

tc 0 %<d& % mm&i o%^'>^jfa.m^tf^AF 1 2*«ii^l, 2 4^ 

5 D^-tt (Life Technologies, Inc.) & tKB] % 5 0 0 n g/ml b-&*-f> 

I4ls\fht>i?=l' (Invitrogen) *fc$SL tKS] &2 5 0m g/ml t4SJ;5 
(^PXLfc 1 0%*^II&JljfoJ**r&tf^AF 1 2«f»-C»»U 1 0 4 J»JS/m 1 
bftZX 9 6 fra/I^U— h [ = — — ^ ^.^—tt (Corning 

Costar Corporation) »U 3KBB] t-filSbT, 3 Tt^^^y^ra^-^ 

(Corning Costar Corporation) ®k ^ffl] T?Jg*Lfc&x lO^MMW 

y ^y^o^jp^j; /v*/7^7— HAm&Mmzin&W. PPAR 7 : rx 

Ra : 4 ER P P/CHO-K 1 tt^l^Lfc 0 

15 

###j9a (thPPARS, RXRo»Si^9^5 K*SitJ«W>K-^-^7 
* 5 K^COS-1 HBflS^<£>#A) 

COS-litel 5 0 cm 2 W;i'f + -77X3(3-=y«Ji) 
C5X10 6 cells/50m 1 MU 3 5%C0 2 ^#T2 4 NFlUWSFit bfc. 

20 h7>*7 iss l/feV hT5: ^ Wy^hn^iV (Invitrogen) 

;K7i^ hT^y, 1 0 0 n 1 <£>PLUS Reagent, 2. 5/ig^pMCMVneo- 
hPPARS (###>J3 a -e#fcfcO>) > 2. 5 ju g OpMCMVn e o-hRX 
Ra (##0>J4 aX-mtlh<D) , 5 (i g<D — ^-7°77. 5 KpGL3 — 4E 
25 R P P - T K neo (###ij 5 a "C#fc t©),5/ig £>pRL-tk n ^ (Promega) 

flJS, 7^H] £ 5 m 1 (Dopti-MEM Wyf'hP^xy (Invitrogen) *hftk *IB) 
LXVEM b/Co opti-MEM-Cgfe?^ Lfc C O S - 1 «^±|E h7^7x7^> 
a ^a-S-tti: 2 0ml (Dopti-MEMSr^D U 3 7°C, 5%C0 2 &#T» 3 R$ffl 
ig*Lfc 0 JSfcVN-C, 0. l%l|g«6ife^!>'>jflL«fT/^5 > (BSA) (ft3t*« 
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M) £"atrDMEMt£i& [7^7f^n^-|i (Life Technologies, Inc.) * 
ffl ^2 5mlij!lDU 3 7^ 5%C0 2 ^#Tl 8~2 4^tLfc, 



###J10a (t hPPARalfe^^o^--^) 

t hPPARctit^(73^P-->^«, flf!iicDNA(m#^,QUICK-Clone 
cDNA) £ ilMt U Sher, T. £>##^ (Biochemistry, 32, p55 
9 8-5 6 0 4 (1 9 9 3)) P PAR ait'fe^ 1 (7)^^IE^iJSr##{^f^®i 

Lfc^7-r^— fey h 

PAA-U : 5' -AAA GGA TCC CGC GAT GGT GGA CAC AGA AAG CCC-3' (gB?lJ#-5§- : 1 
1) 

PAA-L : 5' -CCC GTC GAC TCA GTA CAT GTC CCT GTA GAT CTC-3' (IE?lJ#-5§- : 1 
2) 

Sr/BWcPCRScldJ: <9ftitc 0 

PCR fcjfcfc AmpliWax PCR Gem 100 (^@3£) £fflV>fc 
(Hot Start) &-Cfrofc 0 TMWMt LT N 10 x native pfu Buffer 2 // 1,2. 
5mMdNTPM3/i 1, 12. 5/iM ^^-v— 2 . 5 ^ K 
*10m l^tfco ±i»i Ltli, ^liLTk hUTIiicDNA (In 
g /m 1 ) Sri ju K 10 x native pfu Buffer 3 n 1 , 2 . 5 mM dNTP W$L 1 
H 1 . native pfu DNA polymerase (STRATAGENEtt, tKI!) 0 . 5 u K 
7K 2 4 . 5 u 1 £r*i-£ L/c 0 HiSl L/cTS^f-AmpliWax PCR Gem 100 (SMig) 
£H@»)U 7 0tt5^ ^tt'S^MIi, -biim^^P^PCRfD 

yl^— ft) (diryhb^, 9 5°CT*2:»fBTOSL*:„ 9 5tt'15# 

Wk 6 8 tre 2 ftmw^ ? a>* 4 5 ni£& 9 3g ufc#, 7 2 ic-e 8 Lfc 0 

#<b^PCRH#I^r^n-^^ (1%) m^»L, PPARa5H£^-£ 
•£trl. 4 k b<DDNAf^>T-£<7V^kmilXLfc^ pT7Blue Blunt vector (^?@ 
3t) ^#A"T Srillj:!)^^? KpTBB-hPPARaMLfc, 



##Jlla (t hPPARa^ffl^7^5 K<£>fE0) 
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-7*7 * ^ KpMCMVneoCT) 5 . 6Kb Kpnl-Sall$r)f t 10a ^M^-fy * 

5 KpTBB-h P PARatDk h P P AR a Jt^^tf 1 . 4 k b KpnI-Sall 
Brfi-fciHSU 7?*% KpMCMVn e o-hPPARa^Lfc, 

5 ##Wl2a (t FPPARa, RXRalW7^5 Kfcii;^^ 

COS-l£fflJ&£l 5 0 cm 2 t;l/*/l/f t-77^3(3-=y^ttl!,*i) 
I-5X10 6 cells/50m lfiU 3 7°C. 5%C0 2 2 4 P$|H]Jg£ Lfc 0 

iXa >-(iy tK^^i^ hT 5: V W^lfba^xy (Invitrogen) 
10 *±®L *S) £r/B^T?Tofc 0 h7^7i^^g ^2S"g-S£{i % 125/i 1©!) 

Jj<7x^h7^y, 1 0 0 m 1 <£>PLUS Reagent % 2. 5 /x g GO p MCMV n e o - 
hPPARa (###Jl 1 aX*'&tlh<D) ,2.5m gOpMCMVn e o~hR 
XR a (#%M4 a TWfc 5 n g©^!?^7^^ KpGL 3 -PPRE4 
-TK neo (###!|5 atllfct©) , 5 n g <7>pRL-tk {.Zfnttf (Proraega) & 
15 $g> ^5ml <7)opti-MEM W^t^n^iy (Invitrogen) *ffl). 

UTtER bfc 0 opti-MEMT'^ LfcCOS-1 $Mc_hf5 b7^7x^^> 
3 >tB&WLb 2 0ml G9opti-MEM$r»IU 3 7t> 5%C0 2 0kWT, 3B£|ffl 

mm^tco nk^x% 0. i%mmm^^^ikmr^y^> cbsa) (to^b 

3£) Sr^tfDMEMJgflfi [7^f77^;P^ (Life Technologies, Inc.) M> * 
20 i] ?:2 5mlillDU 3 7t, 5%CO a 1 8 — 2 4B#Mi£«Lfc. 

25 'H-NMR*^ hMZs ftUmWib ITt ^7^^/^^7^S^^V^T^y T^v 5 

0 0 (200M Hz) *fcfi-^— ^rn. JJ — 3 0 0 (300MHz) TttBJfeU ^ 5 

sitx-hZo %i*#»cwfe>*v^?)si:%*#5fe-rs. s^y^y^n-^ 
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#-f\sy K t : Vy-fUy q : ?T^7-; K br:*I/£v\ dd : #7tV?-f 
Uyh, dt : yy/Uh V -?\sv K td: MJ^/^l/yh, dq: P'f/UfT/l' 
5 -r y K tt : h V V ]) Zflsy K ddd : K m : 

/Wy K Hz : CDC1 3 : oo*W, DMS0-d 6 : tv?> 5vl^/V*3f- 

> h\ CD 3 OD : Ms* 9 J — /K % : 11% 

10 1— — 4— ( 2 — — Fo-1 -/p^r.;!/) ^<>"if ^ 




4-7yVtn^yX7^7t K (17. Og) , (11. 5g) , 

r^^-mmm. o. 7o g ) , sraw-hy*.* (4. so g ) *5«fcu*~hcM 

(4i; 2 g ) (Dm&m* 1 0 0 °C-e 1 . 5 R#IHJSN$ bfc 0 RjtS^SrTk-e* 

Kim, g?iSE*«jBEe*Lfeo ^hntcn^m^^^^-^^ 

9*MMfcLT, (18. 4g) ^a^UT#fc 0 

14^59-61^; 1 H-NMR (CDC1 3 ) 6 2.45 (3H, s), 7.16 (2H, d), 7.44 (2H, dd), 
8.06 (1H, s). 

20 

###12 

4- (4-7/^D7i^) -2, 5-^f/l'-3-7D^f;l' 




1 -:7/M-cz - 4 - (2 h p- 1 -yu^^j]/) ^>-tef> (2. 4 9g) 
25 (20ml) glCk'^y^ (1. 36ml) kT± hWf&* 7 

•)V (l. 6 0g) £MT?ao**<©£*— (ftSJ^Lfco KJfo*e«r«EET»l8Lfc 
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7k (10ml) iSXim&SSt (3ml) ZfiaZ-X* M-ClB#lfflSH$L;fc. 

^-lutlt^L (Wift^/W : ^f"V= 1 : 9) . BWb (1. 5 9 g) £@ 

16/^34-35*0; 1 H-NMR (CDC1 3 ) 5 2.18 (3H, s), 2.56 (3H, s), 3.66 (3H, s), 
7.05 (2H, t), 7.21 (2H, dd). 

###J2 (1) -###j2 (3) 

1 -yjvJru - 4 - (2--Fn-i-/n^) ^<>-if ^irM/^t"^ j3 - 



0m<\2 (i) 

2 — n^^rvvW- 4 - (4 ^^ur./^) -5-^;U-3-7u| 




gfe/£71-72 < C; 'H-NMR (CDC1 3 ) 6 1.09 (3H, t), 1.24-1.93 (10H, m), 2.17 (3H, 
s), 3.78 (1H, tt), 4.10 (2H, q), 7.04 (2H, t), 7.21 (2H, dd). 

*M£0»J2 (2) 

4- (4-7/^D7x^) -2 — 1 , y7*nt>-5-7t^-3-7Dtx 
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®1'&27-28 C C; 1 H-NMR (CDC1 3 ) 5 1.09 (3H, t), 1.30 (6H, d), 2.18 (3H, s), 
3.65-3.79 (1H, m), 4.11 (2H, q), 7.04 (2H, t), 7.21 (2H, dd). 

#%#J2 (3) 

4— (4— ~7jV$-W7ol~;V) — 5 —**f-jV- 2 — ~7 )V— 3 — 7n|fxf;W 



l!lj^78-79 0 C; 'H-NMR (CDC1 3 ) 5 1.02 (3H, t), 2.30 (3H, s), 4.10 (2H, q), 
7.09 (2H, t), 7.19-7.48 (5H, ra), 7.82 (2H, dd). 

###13 

5- (4-7;^a7i^) — 2 3 - 7 aWt* 

_COOMe 



1, 8— Tlftr^n [5. 4. 0] — 7 — &Zsf*-*Z' (44. 5g) <D Y/V 
(10 0ml) mWLfc s fotiiTs TtYtimtf/V (33. 9g) ©h;H 
^(5 OmDM^T-C^TLfco RJt6Wt«r«t©**l 0#ft«f 
^tlC 2-^nn-4' h^^y>'(50. 4g) W h/l^> (1 

0 0ml) mm&7k#iT-?ffiT U $ ICSfC 2 B#Wlf # bfc 0 £ Ctcitm* 

^yyu^^^-^df-^-^ (l:l) T^^bfc 0 S#fc^£&fl&£J8l*?i L 

/U-ai^/mHVfifc- lTKfP^J (5. 5 5g) Sr^T, 1 O 0t)T*2B$f«l 

f&V0*$i**S-'l'frt>1£&<tlsXs IW* (3 7. 6g) W 0 iLt#yc o 




F 
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M^96-97t:; 1 H-NMR (CDC1 3 ) 5 2.64 (3H, s), 3.85 (3H, s), 6.81 (1H, ,s), 
7.08 (2H, t), 7.60 (2H, dd). 

###J3 (1) ~#M§-#J3 (9) 
###>J3 (1) 

5- [4- (hy7/^n^f/l/) yu] -3-7n^f;l/ 

COO Me 



«fej&91-92 < C; 1 H-NMR (CDC1 3 ) 6 2.67 (3H, s), 3.87 (3H, s), 7.00 (1H, s), 
7.63 (2H, d), 7.73 (2H, d). 

###J3 (2) 

2— 3^vW— 5 — [4- (h!)7;>to^f^) ~7 -3-7o^f;V 



ife^81-82°C; 1 H-NMR (CDC1 3 ) 5 1.33 (3H, t), 3.09 (2H, q), 3.86 (3H, s), 
6.99 (1H, s), 7.62 (2H, d), 7.72 (2H, d). 





COOMe 



#%#J3 (3) 

2 -4 y^C3 tVU- 5 - [4- (h!J7/Uto^^) - 3-7P^ 
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14^61-62^; 'H-NMR (CDC1 3 ) 8 1.35 (6H, d), 3.77-3.87 (1H, m), 3.85 (3H, 
s), 6.98 (1H, s), 7.62 (2H, d), 7.72 (2H, d). 

#%0H3 (4) 

2 -^A— 5 - [4- (MJ7Mn^fyV) y 
.COOMe 



g4^172-174°C; 1 H-NMR (CDC1 3 ) 8 0.98 (3H, t), 1.38-1.50 (2H, m), 1.71-1.82 
(2H, m), 3.11 (2H, t), 7.04 (1H, s), 7.64 (2H, d), 7.74 (2H, d). 

###J3 (5) 

2-^fv^-5- [4- (MJ7;^d^ h^i/) 7x^/1/] 



CF 3 O^Sc^ 

$&,&66-67°C; 1 H-NMR (CDC1 3 ) 8 2.65 (3H, s), 3.85 (3H, s), 6.87 (1H, s), 
7.23 (2H, d), 7.64 (2H, d). 

###13 (6) 

5- (3-^ h^V7i^V) -2-^f;l'-3-7D^f/l' 
COOMe 



14^67-68^:; 'H-NMR (CDC1 3 ) 5 2.65 (3H, s), 3.85 (6H, s), 6.83 (1H, ddd), 
6. 88 (1H, s) , 7. 16-7. 34 (3H, m) . 

#Mf#j3 (7) 





COOMe 





6 o%7kiHi^- h v vj±<Dmwi/<?7 -< ^mmm (5. sig) oi, 2-^ 
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th^-y^f^ (10 0ml) &89i£tC4, 4, 4 - Y/V7/Vjru T-fer hW?Wt=. 
^/u(2 3. lg) roi, (5 0ml) MSrlfiflT 

bfc 0 RjtStt«r-tO4*0. 5R*KIJ*$U!:«, ^2-^n ; tTth7xy 
> (2 4. 9g) ^SMTl, £bt£8 OtT— mfflfcl,tL 0 KRM&Mz: 

S?JK«r«lie*b-C, ft«*«r#fc. ftbJlfcflMttl&S: h/i^V (2 0 0ml) 
fcl*8»U 4- hyuao^yl/jfcvifc * l7Kfn#J (4. 7 7g) ^Px., Dean 
-Stark b7y^O»t^RJ^«tCj;9Jtt7K^TT8^K»P*«»^b/to 

V : ^= 1 5 : 1) > lfit*9J— yH&»e>*MMfcLT, (10. 7 

g) ^at#fco 

jg£,&44-45<C; 1 H-NMR (CDC1 3 ) 8 1.39 (3H, t), 4.38 (2H, q), 7.05 (1H, s), 
7.38-7.49 (3H, m), 7.68-7.74 (2H, m). 

5— (4-7/^071^) — 2-^^vL— 3 -7o| 
XOOH 



5- (4-7/^o7i^/V) -2-^^-3-70^^ (15. 36 



ml) ^Th7tKD77^ (50ml) (Dfe&VoZmUX— Vfcfflft bfc 0 
3. 4 g) LT#fc 0 

H;,£217-218 C C; 'H-NMR (CDC1 3 -DMS0-d 6 ) 5 2.65 (3H, s), 6.83 (1H, s), 7.07 




g ) > TkWtfk't hi) A (5. 25g) , — /I' (100ml) % 7K (50 
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###J5 (1) ~#%#J5 (6) 



###|3 (1) ~#%#J3 (5) x 4 X'#fc 3-77 y*/W*>g?^^ 

##0>J5 (1) 

5 - [4- (hy7^tn^f;l/) 7^=/^] - 3-7n| 
COOH 



i4^199-200°C; 1 H-NMR (CDC1 3 ) 8 2.67 (3H, s), 7.02 (1H, s), 7.61 (2H, d), 
7.72 (2H, d). 

#%#J5 (2) 

2 A— 5 — [4- ( h y ?^^.>V\ - 3-7ni 

COOH 



®t&186-187°C; 1 H-NMR (CDC1 3 ) 8 1.36 (3H, t), 3.14 (2H, q), 7.05 (1H, s), 
7.65 (2H, d), 7.75 (2H, d). 

###J5 (3) 

2 — T y^otT/W- 5- [4- (MJ7^to^f/>) - 3-7n|? 

COOH 






®t&187-188°C; 'H-NMR (CDC1 3 ) 5 1.38 (6H, d), 3.80-3.94 (1H, m), 7.04 (1H, 
s), 7.65 (2H, d), 7.75 (2H, d). 
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##0>J5 (4) 

2 -y^-)^- 5 - [4- ( h V yjV^rn^f-;V) 7 zxl~/V\ 
COOH 

^ FX 



Hfcj£l72-174 , C; 1 H-NMR (CDC1 3 ) 6 0.98 (3H, t), 1.38-1.50 (2H, m), 1.71-1.82 
(2H, m), 3.11 (2H, t), 7.04 (1H, s), 7.64 (2H, d), 7.74 (2H, d). 

###J5 (5) 

2—*?'A'—5 — [4- (h!J7/l/i-n^ h^ri/) 7x^] - 3-7d1 
COOH 



S$.#;i45-146 0 C; 'H-NMR (CDC1 3 ) 8 2.70 (3H, s), 6.93 (1H, s), 7.24 (2H, d), 
7.67 (2H, d). 

##0J5 (6) 

5-7^^/^-2— (MJ7/Vtn^f/l/) -3-7ni 
COOH 



S*,&171-173°C; 'H-NMR (CDC1 3 ) 5 7.09 (1H, s), 7.37-7.48 (3H, m), 7.72 (2H, 
d). 






[5- (4-7/Vi-n7i^) — 2-^^-^—3—7 1)^1 J— >V 
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OH 



TK^ty ^^T/l^-^A (3. 6 7 g) (Dt- F7t Kn77V (200m 
1) mMm^, 7K^T> 5- (4-7/^n7x-;l/) -2-^f/V-3-7n 
BM^A- (15. lg) ©rh7t KP77V (5 0ml) M?rlTL, 0<C 
T-l^it^L/Co RJ&^SracJ&LT, tK (3. 5ml) , 1 5 %7kBMt-*- MJ 
?^7k^$E (3. 5ml) , * (8ml) $rJlH«TbT, i©PJ<7>7K^fb ]) ^" !7 

tt^a^rit*«:^1^^J;5«JMkUT, g^'(H. 9g) ^ B B s iLT# 

St£80-82 < C ; 1 H-NMR (CDC1 3 ) 6 1.61 (1H, br s), 2.35 (3H, s), 4.50 (2H, 
s), 6.56 (1H, s), 7.05 (2H, t), 7.58 (2H, dd). 

6 ( 1 ) 6 (14) 

2 % ##M 2(1) ~###J 2(3), 3(1) #J 3(9), 

4 T-#fc 3 - -7 >%/i'7$>>m^x'r/mmft£. v . 6 t^-r^ 

###J6 (1) 

[4- (4-7^ta7x=/u) -2, 5-^W7y-3- fA] 



Me G Me 

^7 7^y»; 'H-NMR (CDC1 3 ) 5 2.26 (3H, s), 2.33 (3H, s), 4.41 (2H, 
s), 7.10 (2H, t), 7.36 (2H, dd). 
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###J6 (2) 

[4- (4-7/Vto7i-^) -2-^ y^ct t°yl — 5 -;*5vU7^- 3 - 
-OKI tZS—As 



Me 

gL&72-73°C; 1 H-NMR (CDC1 3 ) 5 1.31 (6H, d), 2.27 (3H, s), 3.02-3.23 (1H, 
m), 4.41 (2H, s), 7.09 (2H, t), 7.36 (2H, dd). 

###16 (3) 

[2-v'^n^= 3 r^A'-4- (4-7;^n7i^) -5-^f/V77^-3 



1^137-13810; 'H-NMR (CDCL, ) 6 1.22-1.94 (10H, m), 2.26 (3H, s), 2.75 
(1H, tt), 4.41 (2H, s), 7.09 (2H, t), 7.36 (2H, dd). 

#MH*J6 (4) 

[4- (4-7/^n7i^) - 5 —tf-jV— 2 -7i=/V75V- 3 — f/W] 
^ * 7 —/I' 



jH£l53-154t; 1 H-NMR (CDC1 3 ) 5 2.37 (3H, s), 4.57 (2H, s), 7.14 (2H, t), 
7.29-7.49 (5H, m), 7.76 (2H, d). 






#MH*J6 (5) 
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{2-^^-5- [4- (Mi7^tn^f/U) 7x^yl/] -3-711 JV) ^ 



Hi&90-91^C; 'H-NMR (CDC1 3 ) 5 2.37 (3H, s), 4.52 (2H, s), 6.74 (1H, s), 
7.59 (2H, d), 7.68 (2H, d). 

#%#J6 (6) 

{ 2 5 - [4- (MJ7^to^f;l/) 7i=/V] 



i8t/S52-53 , C; 1 H-NMR (CDC1 3 ) 5 1.30 (3H, t), 1.41 (1H, br s), 2.74 (2H, 
q), 4.53 (2H, s), 6.75 (1H, s), 7.59 (2H, d), 7.70 (2H, d). 

##096 (7) 

{2— r y7 p nfc°/V'-5- [4- (h!)7^tn^f;V) 7x^/1'] -3-7U 



H4^100-101°C; 1 H-NMR (CDC1 3 ) 5 1.33 (6H, d), 1.39 (1H, br s), 3.10-3.19 
(1H, m), 4.54 (2H, s), 6.74 (1H, s), 7.59 (2H, d), 7.69 (2H, d). 

###J6 (8) 

{ 2 -ZT^-A — 5 - [4- (h!J7;^D^f/u) 7 ^=-;V) ? 
9 /— /i" 
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CH 3 



®t&74-75 0 C; 1 H-NMR (CDC1 3 ) 8 0.95 (3H, t), 1.33-1.45 (3H, m), 1.63-1.73 
(2H, m), 2.71 (2H, t), 4.52 (2H, s), 6.76 (1H, s), 7.59 (2H, d), 7.69 (2H, 
d). 

##0!I6 (9) 

{2-^^-/^-5- [4- ( h V y/V^v/- h^-» y^=-;V] -3-7U/V} 
* ? J —tv 



CF 3 0-\^ 

i»^53-55 , C; 1 H-NMR (CDC1 3 ) 5 1.41 (1H, br t), 2.37 (3H, s), 4.52 (2H, 
d), 6.64 (1H, s), 7.20 (2H, d), 7.63 (2H, d). 

###1J6 (10) 

[5— 7:t=A'— 2- (F^/Vtn^f/V) -3-y])^l J-fJ—JV 
y~OH 



g!t&57-58 0 C; 'H-NMR (CDC1 3 ) 6 1.71 (1H, t), 4.73 (2H, d), 6.82 (1H, s), 
7.32-7.44 (3H, ra), 7.69 (2H, d). 

0mm 6(ii) 

[5- (3 h^cisy^—Sl') -2-^^-3-7!)^] * $ / — As 
/-OH 




OH 
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Bfcj661-62 , C; 1 H-NMR (CDC1 3 ) 5 1.43 (1H, t), 2.37 (3H, s), 3.85 (3H, s), 
4.51 (2H, d), 6.64 (1H, s), 6.79 (1H, ddd), 7.15-7.32 (3H, m). 



###«J6 (12) 

[2-^^-5- [3- (h!;7/Vto^^) 7x^] -3-7y;H * 




gbk39-41°C; 1 H-NMR (CDC1 3 ) 5 1.43 (1H, t), 2.38 (3H, s), 4.53 (2H, d), 
6.73 (1H, s), 7.46 (2H, d), 7.77 (1H, t), 7.86 (1H, s). 

#M§#J6 (1 3) 

[2-^9vV-5- (3-^ V**S-7^~M -3-71//1'] J— /V 




gt&66-67t; 'H-NMR (CDC1 3 ) 5 1.29 (3H, t), 1.38 (1H, t), 2.73 (2H, q), 
3.85 (3H, s), 4.52 (2H, d), 6.63 (1H, s), 6.79 (1H, ddd), 7.17-7.32 (3H, 
m) . 



gM$0U6 (14) 

[5- (4-^pp7i^) -2-^^-3-7!i/V] — JV 

^ ^~UL oh 



CI 




i§£,£l29-130°C ; 1 H-NMR (CDC1 3 ) 6 2.35 (3H, s), 4.50 (2H, s), 6.62 (1H, 
s), 7.31 (2H, d), 7.53 (2H, d). 



# 
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###J7 

2 — ai^yW— 5 - [4- ( h V 7 jViru Z7 - 3 - 7 frT frf M 

K 



5- [4- (b^7;^n^f;H -3-7U/W 
*9/—A' (4. 7 7g) *3 <fc tflgtt ~ Bfcffc-v ^ (2 5g) ^rf-> (5 
Oml) &Z&*?z&f'A,=.—<?A' (10ml) ^-CM^f— 8fe8H$ Ufc 0 ^ 
«9%«ifiU g^^^-C*^LfCo ***:ittt«>«fjKSr»EE«*U*:. &&*L 

^ju=6 : l) % (3. 2ig) ilfriLTUfc. ^fyJ:?)Se 

gi,&95-96 0 C; l H-NMR (CDC1 3 ) 5 1.42 (3H, t), 3.07 (2H, q), 7.03 (1H, s), 
7.65 (2H, d), 7.75 (2H, d), 9.98 (1H, s). 

#%#J7 (1) ~#%#|7 (3) 

#%0IJ6 (5) „ ##M6 (8) , ##^6T'#fc3-7yy^^/-/V^# 

###J7 (1) 

5 — [4- (hy7/^P^f/V) 7x=/k] - 3 — VA/TA/^M 

K 




.CHO 




CHO 



!Ml06-107 o C; 1 H-NMR (CDC1 3 ) 5 2.69 (3H, s), 7.02 (1H, s), 7.63 (2H, d), 
7.74 (2H, d), 9.96 (1H, s). 
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#%0J7 (2) 

2 5 - [4- (hy7/Wto^f;W) 
K 



CHa 

iftjtftffe; 1 H-NMR (CDC1 3 ) 5 0-. 98 (3H, t), 1.38-1.51 (2H, m), 1.75-1.85 (2H, 
ra), 3.04 (2H, t), 7.03 (1H, s), 7.65 (2H, d), 7.75 (2H, d), 9.97 (1H, s) . 

#%#J7 (3) 

5- -2-^f;U-3-7W7tK 
XHO 



«t^60-61 , C; 'H-NMR (CDCI3 ) 5 2.66 (3H, s), 6.84 (1H, s), 7.09 (2H, t), 
7.62 (2H, dd), 9.96 (1H, s). 



(2E) -3- {2-3i^-5- [4- (h>J7;Vto^f/l') - 



i?zc?-;\s7frX*ymm^^ (3. 0 2g) <£>h/loc;/ (3 0ml) 

7K^r, 6 0 %7km<ki- h v vj*<DffiM'*"7 7 << ^msm ( o . 5 4 g ) «r*n*.* 

£ib(C0. 5mmm.WVtz 0 mi:2-xf;P-5- [4- (hy^/l^-n^ 
/U) (3. Olg) (Db/^^ (3 0ml) & 




CHO 





OOB 
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ftSfe^^=l 5 : 1J&>?>9 : 1) , §6^3 (3. 4 8 g) £@#<b LT#fc„ 
M^82-83°C ; 1 H-NMR (CDC1 3 ) 5 1.33 (3H, t), 1.34 (3H, t), 2.85 (2H, q), 
4.26 (2H, q), 6.14 (1H, d), 6.85 (1H, s), 7.57 (1H, d), 7.62 (2H, d), 7.73 
(2H, d). 

m^mS (1) , ###J8 (2) 
0%W7 (1) % #%#J7 (2) tr#fc3-7/VT/^t: KRJ*fleJ: 9 , #% 

###J8 (1) 

(2E) -3- {2-^^—5- [4- ( h V 7 /V* xi * J- ;\,) y au=^;V\ - 



®iL'£78-79 c C; 'H-NMR (CDC1 3 ) 5 1.33 (3H, t), 2.48 (3H, s), 4.26 (2H, q), 

6.14 (1H, d), 6.84 (1H, s), 7.55 (1H, d), 7.62 (2H, d), 7.73 (2H, d). 

#%#J8 (2) 

(2E) -3- { 2 5 - [4- (MJ7^to^f/P) - 



ffi^; 1 H-NMR (CDC1 3 ) 5 0.96 (3H, t), 1.28-1.50 (2H, m), 1.34 (3H, t), 
1.64-1.79 (2H, m), 2.82 (2H, t), 4.26 (2H, q), 6.15 (1H, d). 6.86 (1H, s), 
7.57 (1H, d), 7.63 (2H, d), 7.74 (2H, d). 




COOEt 
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3- {2-^/^-5- [4- (h!)7/Vto^f;l') 7i-/V] 



(2E) -3- { 2 —zcf-jV— 5 - [4- ( h y ^yV^-n^^-/^) 7x=/U] 
-3-7y/W T^U/Httai^'A' (3. 3 0g) <D b/U^i^ (3 0ml) , ^ 
/U (5ml) m&&?** hV* (h})?^-/^*?^^) Pv^A (I) 

(o. 4 5 g ) £M££L-c % ^?a, flfjBE-c— vfcTkmmm ufc„ Rjts^ew^* 

L (^if^:^^^=9 : 1) , @lft4£> (3. 3 1 g) Srjft^flfci: UT^ 
fc. 

1 H-NMR (CDC1 3 ) 6 1.25 (3H, t), 1.27 (3H, t), 2.50-2.76 (6H, m), 4. 14 (2H, 
q), 6.59 (1H, s), 7.58 (2H, d), 7.68 (2H, d). 

#3§-#j9 (1) . ##0119 (2) 

###i8 (1) , #%#j8 (2) x-mcT* v^m^^mmftZQ, 0mm 

###J9 (1) 

3- { 2-^^-/1— 5 - [4- (M)7/VtD^f/V) -7au~jV\ - 3-7U/H 



1 H-NMR (CDCI3) 5 1.26 (3H, t), 2.31 (3H, s), 2.53 (2H, t), 2.69 (2H, t), 
4.13 (2H, q), 6.57 (1H, s), 7.56 (2H, d),.7.65 (2H, d). 




COOEt 




COOEt 
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##fl»J9 (2) 

3- {2-^^-5- [4- (MJ^/l^npi^vW) 7x=/l/] -3-7U;U) 



1 H-NMR (CDC1 3 ) 6 0.95 (3H, t), 1.25 (3H, t), 1.32-1.45 (2H, m), 
1.60-1.70 (2H, m), 2.54 (2H, t), 2.65 (2H, t), 2.71 (2H, t), 4.14 (2H, q), 
6.58 (1H, s), 7.57 (2H, d), 7.66 (2H, d). 

###)J 1 0 

3- 5- [4^ ( h D -7;\sJTX2 -7 ^=^;V\ - 3-7D/W 



3- — 5- [4- (MJ7^tn^^) 7s.=-/V\ - 3-7 V 

)V) y°u ttls&^/U (0. 54 0g) —JV (3ml) „ =r h 7 t K 

(5mi) mm^, \m&m.\t-r v v v^mm o. 2m n 

Sfi-C- Bfeif#Lfc 0 7k"C*RL, *4fifflft"tfR*S««riW4fc 

4 1 3 g) SriifitLtllfc. 

SL£94-95°C; 1 H-NMR (CDC1 3 ) 5 1.26 (3H, t), 2.59-2.75 (6H, m), 6.59 (1H, 

s), 7.57 (2H, d), 7.67 (2H, d). 




COOEt 




mmi o (i) , o (2) 
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#f%#j9 (i) % #%#j9 (2) t-#fc/^tyix«^ii 
#%#y io(i) 

3- 5- [4— (M)7/l/tc^f;l/) - 3-7!J;W 



iMll2-113°C; 1 H-NMR (CDC1 3 ) 5 2.31 (3H, s), 2.58-2.63 (2H, m), 2.69-2.74 
(2H, m), 6.58 (1H, s), 7.57 (2H, d), 7.66 (2H, d). 

0 (2) 

3- 5 - [4- ( hi) yjUytu * =f;\S) yziL=^)V\ 



CH 3 

St&79-80 o C; 'H-NMR (CDC1 3 ) 6 0.94 (3H, t), 1.32-1.44 (2H, ra), 1.60-1.70 
(2H, m), 2.59-2.75 (6H, m), 6.59 (1H, s), 7.57 (2H, d), 7.67 (2H, d). 

#%#J 1 1 

3- { 2 -oc^vu- 5 - [4- (MJ7/Utn^f^) ;V] - 3-7D/V} 



TkMikV^yj^T/ls^—V-l* (0. 4 6 g) (DT h7t Kd77> (50ml) 




COOH 



COOH 
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mmmK. *?&t\ 3- (2-^^-5- [4- (hy7/^p^f/v) ?^ 

=-jv\ -3-7D;W (2. 7 6g) Of h7t Ko77^ 

oomi) ^^f^T u aaat? 1 nsraattf u/to &i&m&fc#i lt, * ( o . 

5ml), 1 5%7k@tffc-*- h V V&TkmWi (0. 5ml) ,* (1. 5m 1 ) £ 

7 7^H:t^L ^> :mm^^=6 : lfrh3 : 1) , (1. 
6 4g) £W&<i: LT#7c„ 

1 H-NMR (CDC1 3 ) 6 1.27 (3H, t), 1.31 (1H, br s), 1.76-1.89 (2H, m), 2.48 
(2H, t), 2.67 (2H, q), 3.70 (2H, t), 6.60 (1H, s), 7.58 (2H, d), 7.69 (2H, 
d). 

#%#!)1 1 (1) . ##0»Il 1 (2) 

###J9 (1) . ###J9 (2) «7°o t°^l£^/l«S#cfc 9, 

11 ( 1 ) 

3- {2-7*^vV—5- [4- (b^^tn^f/U) 7 =c =-/V~\ -3-7 V M 



'H-NMR (CDC1 3 ) 6 1.77-1.86 (2H, m), 2.30 (3H, s) , 2.47 (2H, t), 
3.68 (2H, t), 6.57 (1H, s), 7.57 (2H, d), 7.67 (2H, d) . 

###J1 1 (2) 

3- { 2-^f/l— 5 - [4- ( hi) 7^tn^f/V) 7^=-/^ J -3-7D/V} 




OH 
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OH 



tfatyffil "» 1 H-NMR (CDC1 3 ) 8 0.95 (3H, t), 1.27 (1H, br s), 1.32-1.45 (2H, 
ra), 1.61-1.71 (2H, m), 1.78-1.87 (2H, m), 2.48 (2H, t), 2.64 (2H, t), 3.69 
(2H, br t), 6.59 (1H, s), 7.57 (2H, d), 7.67 (2H, d). 

###J 1 2 

{2-^^-5- [4- ( h ]) 7/Ujru^?-;U) 7=^=.;V] -3-7VM ffi 

m 



1) {2-^^-5- [4- (M)7/VtD>fyU) ~7^=./V) -3-7]} 
M JV (1. 4 8 g) <DT h^b: Kd77« (10 0ml) t^Tir 

hy^TytKUy (0. 80ml) , MJ7f;V*X7>fy (2. 89ml) 
Mc&\Zl, 1' - (7/^/^^) ^fc'^yv 5 ^ (2. 9 2g) £ 

7 4— (-^I^V : M^^/V= 1 0 : lfrb5 : 1) T'tlU {2-^?vU 
-5 - [4- ( h ]) 7;V^ti^=f-;V) 7x-/i/] -3-7U/H Ti? h — 

(1. 7 6 g ) zmwmtLxmco 

1 H-NMR (CDC1 3 ) 6 2.37 (3H, s), 3.50 (2H, s), 6.70 (1H, s), 7.61 (2H, d), 
7.70 (2H, d). 

2) {2-^^/V-5- [4- (hi) pt^/U) 73L~;U] -3-7]} 
M T± b~ b U/v (1. 7 6 g) <d=-# jvmm (1 Om 1 ) tz.8M7£skm 

it-rbvvj* (iomi) zi}uz.xmmommffiLtz 0 kj»t^, Wkm.mx&t 

A^n-^ by=77 4— (^friJ-V : ffim^fr= 1:1) TitSJU Sfft4£> (0. 




COOH 
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6 8 g) SrJNIfc UT#fc 0 

jK^tl23-125 , C; 1 H-NMR (CDC1 3 ) 6 2.34 (3H, s), 3.45 (2H, s), 6.70 (1H, s), 
7.58 (2H, d), 7.68 (2H, d). 

12(1) 

[5- (4 -yj^xi-y ^.z=.)V) -2.-f5->v-? > -'7\)jv\ &m 

X-COOH 



##01J6-C#fc [5- (4-7/^D7x^) -2-^^-3-7!]^] 

gk£Q07-108 < C; 1 H-NMR (CDC1 3 ) 5 2.31 (3H, s), 3.43 (2H, s), 6.50 (1H, s), 
7.03 (2H, t), 7.56 (2H, dd). 

1 3 

2- {2-^fvV-5- [4- (MJ7^tD^f/V) :7^=vl/| 
^9 S — /V 



TK^bU ^7-^7^5 (0. lOg) ©Th7tKP77yI« (5 

ml) £7K^U {2-p<^/U-5- [4- (f!J7yl/tOf/>) 37 ji — JV\ 
-3-7P/H i^Sft (0. 43g) Orh7tKo77 (5ml) £figT 

L-C7fC^T-C3 0^ M-C? 1 B#Ra«# Lfco S&i&TgK * (0. lml) , 
1 5%7K®Kb7-hy 17^ (0. lml) , * (0. 3ml) ^JlRtC^Dx., S?&T* 
30#jf#Lfc o tfrtHLfci!&SI&£i§U fh7kKn77>t*J:<)5fe#Lfc 0 

^zn^= 5 : 17>£>1 : 1) ffliL, gtf)^ (0. 2 8g) «ii:LT 

•H-NMR (CDC1 3 ) 5 2.33 (3H, s), 2.64 (2H, t), 3.81 (2H, t), 6.63 (1H, s), 



F 




Me 
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7.58 (2H, d), 7.68 (2H, d). 
###1J 13(1) 

2- [5- (4 — 7/l'tn7i-/l') - 2 — =$~>V— 3 - 7 ]} yu] 



###J12 (1) tUfc [5- (4-7/Vtn7x=^) -2-^^-3- 

jgfe^52-53 c C ; 1 H-NMR (CDC1 3 ) 6 1.46 (1H, br s), 2.31 (3H, s), 2.63 (2H, 
t), 3.79 (2H, br q), 6.44 (1H, s), 7.04 (2H, t), 7.57 (2H, dd). 



l- [5- )V) ^ 



5- (4-7/l'to7x=/l') -2-^f;V-3-7/V7/VftK (2. 54 
g) ©Th7tFP77y (4 0ml) » l»f ^^^^A^P 5: 
KOTh7tKo77« (18. 7ml) 7 8tT'ITL, 

—^rf-^:g^^^=3 : l) , -^I^T^ bfe&it LT> g^<M (2. 4 3 
g) «r»5fcfcU-0»fc. 

Bfe^50-52'C; 'H-NMR (CDC1 3 ) 5 1.48 (3H, d), 1.60 (1H, d), 2.35 (3H, s), 
4.85 (1H, dq), 6.57 (1H, s), 7.04 (2H, t), 7.57 (2H, dd). 

##0U4 (1) 

1- [5- (4 ;\,) -2-^f/P-3-7!j;l'] V- 1 — 




%#ijl 4 
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Pr-n 



5- (4-7;^b7i^;H — 2 — ^ ^/v— 3 — t K £ ^ p tVV 

l8MS73-74t:; 1 H-NMR (CDC1 3 ) 5 0.94 (3H, t), 1.26-1.47 (2H, m), 1.59 (1H, 
d), 1.62-1.72 (1H, m), 1.77-1.87 (1H, m), 2.34 (3H, s) , 4.62 (1H, dt), 6.54 
(1H, s), 7.04 (2H, t), 7.57 (2H, dd). 

#%#J 1 5 

3- { [5- (4-7;^o7x^/l/) - 3 -yvt^jv] T ? / } 



5- (4 -y - 2-^f/V-3-7ai (4. 4 7 g) h N, 

N-^f/W*/VA75 K (2M) Wrh7tKo77V (5 0ml) iMM, 

mt**y £ »/i' (3. 5 4ml) SrSffltiTU 0. 5fl3f*m#Lfc 0 R/fciS 

sigac^/u o. 6 9 g) tmm^m-r bvtJ* o. 4 1 g ) h7t ko 

77^ (5 0ml) f»-C8t#U K'#»Sr7h7t Kn77> (5 0ml) 

fca^^^^^-r/w-^^fy i; ^ H B a ft tr, sft^ (7. 3 9 g ) 

SL£171-172 < C; 'H-NMR (CDC1 3 ) 6 1.40 (3H, t), 2.70 (3H, s), 4.38 (2H, q), 
6.72 (1H, s), 7.10 (2H, t), 7.44 (1H, t), 7.59-7.66 (3H, m), 7.81 (1H, td), 
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8.02-8.06 (2H, m). 
###J 15(1) 

3- ( { 2 -*=f->\s- 5 - [4- (h!i7/^n^^V) :7*=/l/| -3-7D 



#%0!|5 (1) T*#fc 2-^^/V-5- [4- (M)7/^o^fyV) 

il!fe^l61-162 0 C; 1 H-NMR (CDC1 3 ) 5 1.39 (3H, t), 2.73 (3H, s), 4.38 (2H, q), 
6.92 (1H, s), 7.40-7.48 (1H, m), 7.64-7.72 (3H, m), 7.77-7.84 (3H, m), 
8.02-8.07 (2H, m). 

&**M 1 6 

3- {N — [5- (4 -yjvjru y x.=.;V) — 2 ^-)V— 3 -7n^f/V] -N 



3— {N— [5- (4 —Z7;V$-xi 7 3^=.)V) — 2 — 3 —7 &4 s^l T 

5 7}^lfixf;Kl. 0 7g) £N, N-^fMM7U* (5ml) 

fcir^f h7t Ko77y (5mi) ic^u o%7k*'fk^hy i^a 

(Dfam^yy-ommvo (o. i3 g ) ^pxl, -^cdu^o. s^wst^u^o 

M^-mCB^it^f-^ (0. 3 6ml) SrM-CAPx., tro**-««tfUfc 0 
h^77^ — »CT*»»!LT (— : g^^^=6 : l^f>2 : 1) , gft 

^5 (1. i8 g ) zmsmt Lx#fc 0 
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1 H-NMR (CDC1 3 ) 5 1.39 (3H, t), 2.47 (3H, s), 3.47 (3H, s), 4.38 (2H, q), 
5.69 (1H, s), 6.98 (2H, t), 7.26-7.44 (4H, m), 7.89-7.97 (2H, m). 

#%#J 16(1) 16 ( 3 ) 

3— { N — [5— (4 -7A'tP7x=;l/) -2-^f;W3-7n/f^] T 

16(1) 

3- {N— [5- (4-7;Vtn7i^) -2-^^-3-70^^] — N 



§4^119-120^; 'H-NMR (CDCI3 ) 5 0.94 (3H, t), 1.39 (3H, t), 1.55-1.70 (2H, 
m), 2.47 (3H, s), 3.86 (2H, t) , 4.38 (2H, q), 5.63 (1H, s), 6.97 (2H, t),' 
7; 27-7. 34 (3H, m), 7.40 (1H, t), 7.87 (1H, t), 7.95 (1H, td). 

###ijl 6 (2) 

3- { N— [5- (4 -7>\>j>rxi Vol^jV) -2-^^^-3-713^/^] — N 



?M#$>; 'H-NMR (CDCI3) 6 0.86 (3H, t), 1.22-1.35 (8H, m), 1.39 (3H, t), 




Me 




Me 
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1,53-1.66 (2H, m), 2.47 (3H, s), 3.87 (2H, t), 4.38 (2H, q), 5.63 (1H, s), 
6.97 (2H, t), 7.27-7.34 (3H, m), 7.40 (1H, t), 7.87 (1H, t), 7.95 (1H, td). 

###J 16 ( 3 ) 

3- { N — <^vvU--N- [5- (4-7;V^n7x=;l/) -2-^5^-3- 



1 H-NMR (CDC1 3 ) 5 1.36 (3H, t), 2.52 (3H, s), 4.34 (2H, q), 5.11 
(2H, s), 5.63 (1H, s), 6.97 (2H, t), 7.10-7.16 (1H, in), 7.23-7.37 (8H, m), 
7.81 (1H, t), 7.90 (1H, td). 

1 7 

5- (4-7;^n7i^) -N- [3- (t Kn^^^A-) 7^ — /W] - 



3 - { [5- (4 -7/V*o7i^) -2-^f^-3-7n^f;V] 7^} 
&Mm=-?-A' (1. Olg) , TKm^^m-T-by -7 A (0. 5 2g) 
7tKn77^ (30ml) *-08H$LfctfS ^&Tv<*/— /l^ (3ml) £ 

ih> : mk^/^ 3 : 1 1 : 2) , 9 M Vzfu fcVl^— T/^-^^^X 
Qlg&ikVX* (0. 7 2g) SrJfe&tLT^fc,, 

g4,£l63-164°C; 1 H-NMR (CDC1 3 -DMS0-d 6 ) 8 2.70 (3H, s), 3.51 (1H, t), 4.68 





WO 2004/022551 



PCT/JP2003/011308 



136 

(2H, d), 7.01-7.14 (4H, m), 7.32 (1H, t), 7.60-7.69 (4H, m), 8.56 (1H, br 
s). 

#Mf #U 7 (1) ~#%01J17 (5) 

###J 1 6 , #%#J 16(1) ~###| 16 ( 3 ) , ###J 15(1) T?#fc 

0mm i7(D 

5- (4-7;l'tn7x-/l') — N— [3- (t Kn^^f/l') - 
N, 2 — v?;* f-fV— 3 — 7/1^7 5 K 




1 H-NMR (CDC1 3 ) 6 1.76 (1H, t), 2.49 (3H, s), 3.45 (3H, s), 4.69 
(2H, d), 5.64 (1H, s), 6.97 (2H, t), 7.09 (1H, td), 7.21 (1H, s), 7.24-7.38 
(4H, m). 

###ijl 7 (2) 

5- (4 — yjv^ruy ^=l;v) -n- [3- (tKn^f/v) 7^—^] - 
2 - * N - 7°n tVV- 3 - ~7>VT % K 




ifc^ll6-117°C; 1 H-NMR (CDC1 3 ) 8 0.93 (3H, t), 1.56-1.77 (3H, m), 2.49 (3H, 
s), 3.82 (2H, t), 4.69 (2H, d), 5.58 (1H, s), 6.97 (2H, t), 7.08 (1H, td), 
7.18 (1H, s), 7.26-7.38 (4H, ra). 



mn 7 (3) 
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5- (4-7/^o7i^) — N — r ^-Zf s f~A — N — [3- (t Kn^-^^vi^) 
7x^1/] -2.- *=f-)V-Z-7 >VT % K 



®i,&89-91 0 C; 'H-NMR (CDC1 3 ) 5 0.86 (3H, t), 1.21-1.33 (10H, m), 1.55-1.70 
(3H, m), 2.49 (3H, s), 3.85 (2H, t), 4.69 (2H, d) , 5.58 (1H, s), 6.97 (2H, 
t), 7.07 (1H, d), 7.18 (1H, s), 7.26-7.38 (4H, m). 

7 (4) 

N—^l/if/l — 5 — (4 --y;V^rxi 7 — N- [3- (t KndrV^^-yl') 

-2-^^yW-3-7/l-T$K 



ifttffcj; 1 H-NMR (CDCI3 ) 6 1.65 (1H, t), 2.53 (3H, s), 4.61 (2H, d), 5.08 
(2H, s), 5.59 (1H, s), 6.92-7.02 (3H, m), 7.06 (1H, s), 7.23-7.34 (9H, m). 

»J1 7 (5) 

N- [3- (tKn^f/V) y^.=-;V] -2-^^/1—5- [4- (h^7 



®t£l73-174°C; 1 H-NMR (CDC1 3 ) 8 2.72 (3H, s) , 4.71 (2H, d), 6.89 (1H, s), 
7.14 (1H, d), 7.31-7.39 (1H, m), 7.50 (2H, d), 7.62-7.66 (3H, m), 7.75 (2H, 
d). 




Me 
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###J 1 8 

N- (3-^/^5/V7 =c=-J^) -2-^^-5- [4- (MJ7/WtD>f/W) 
;7^^/l/J - 3-7^7 5 K 




N- [3- (tKn^f/l/) 7^~>V\ -2-^^-5- [4- (hv" 
7x^/i/]' — 3-7/1/7 5 K (0. 9 8 g) (Orl>7tFD7 
7>1M (10ml) (3. Og) ^0*1, 2 B#PfSJt*# 

Lfc 0 ^bt-~m^^^ (1. Og) ^Mtl, lB#Pfl^U/c 0 ^m&z 

CO. 7 6g) LT#fc 0 
14^183-184^; 1 H-NMR (CDC1 3 ) 6 2.75 (3H, s), 6.93 (1H, s), 7.50-7.68 (5H, 
m), 7.77 (2H, d), 7.98 (1H, d), 8.11 (1H, s), 10.02 (1H, s). 

1 9 

3— (fc Kndfv'^^/V) -7 =.=-;V-frjV/<* >-g& t e r t—^ff-A* 




H 



3-7 5 7^^7/1/3-/1' (10. 9g) , h^f/I/7^y (2 4. 6 
ml), -j^^- t e r t (21. 2g) Srf h9tKB77> (1 

0 0ml) fT'3B#TO^5S«StL7t 0 S^^^{^*Pbf^> ^g££fl&£© 

^■^^ : mm^^=6 : lfrb3 : 1) , @#J#J (15. 0 g) £?tfl#^£ L 

1 H-NMR (CDC1 3 ) 5 1.51 (9H, s), 1.96 (1H, br t), 4.65 (2H, d), 6.55 (1H, 
br s), 7.01-7.05 (1H, m), 7.18-7.31 (2H, in), 7.43 (1H, s). 
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2 0 

( {3- [ (te r t-^F^^^-yi/) 75^] *0*JjV) f*) 



3- (t Kn^rWf^) 7 * — /W* /W^ ^ ^gfe t e r t-^f-JV (4. 9 4 
g ) , hyai^yPT^^ (4. 6 3ml) Og^ai^vU (50ml) JKRlJl, tK 
J£T\ ^y^y^nDK (3. 0 4g) <D%m^3-/V (2 0ml) ^ 

rtltft^y3-/Vt3:fyu (2. 9 3g) t 1, 8 — $?TlP t*^i7 n [5. 
4. 0] - 7 - £ V^r-fcr V (3. 7 1ml) ^h7t Kn77y (30ml) 

zmst^^xmmk, mm*m-rYyvj*fc®-wix2mm*, m*mm-*y* 

h^^^^-fdT^L-C (^fy:Sttxf;i,= i5 : 1^&6 : 1) % g 

w% (6. 7 5 g ) zmfttvxmco 

B4^75-76°C; 1 H-NMR (CDC1 3 ) 5 1.29 (3H, t), 1.51 (9H, s), 3.07 (2H, s), 

3.79 (2H, s), 4.18 (2H, q), 6.47 (1H, br s), 6.97-7.03 (1H, m), 7.23-7.30 
(2H, ra), 7.36 (1H, s). 

###J 2 1 

[ (3-t^/-<^vvp) ^^-] mm^^-mmm. 



( {3- [ (t e r t -y h=5r>'7J/Wtf~/U) T^7] -Ov^W ^) ftg? 





COOEt 



•HCI 
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m^A- (6. 5 7g) <£>zn*/-/U (3 0ml) mWti^ mtTkHHD 4 

3i (30ml) Sr^ia-CJP*., 60tT'0. 5B*W8t#Lrt:. U^^XD 

(4. 9 4 g) £££,f H <b LT#fc 0 
S4,&112-114°C; 1 H-NMR (CD 3 0D) 5 1.27 (3H, t), 3.13 (2H, s), 3.90 (2H, s), 
4.14 (2H, q), 7.28-7. 34 (1H, m), 7.42-7.52 (3H, ra). 

###J 2 2 

3- (^ h^f-v-^ h^vO ^yX7/Ufl: K 



3 - fc Kn^r^yXT/Vft K (13. 0 g ) Or h 7 t Kb75^ (1 5 

omi) jssfcic. 7K^r, 6 o %**-fk^- h v $ j^omxi'*? -y 4 >mmm (4 . 

6 8 g) *1mx_. 1 5&mMWVtZo ^*l\Z?X2V**f~;V*^;Vx.-*r;\, (l 0. 

3 g ) ^7k?^T*p^, ^-e-Bfeit^bfeo s^^tK^^#\ ftfft^^-e2 

^ : Mfct^-A^l 5 : l^f>9 : 1) , @#J^ (16. 4 g) ZitoWVob UT 

1 H-NMR (CDC1 3 ) d 3.49 (3H, s), 5.23 (2H, s), 7.27-7.31 (1H, m), 7.45 (1H, 
t), 7.50-7.54 (2H, m), 9.97 (1H, s). 

2 3 

3- (^ h=¥v^ ^y^/va-^V 



3- (p< h*is* h*cis) ^yXT/Prt K (16. 4g) (1 
0 0ml) 7KftT, 7k*^b*l>*^h U -7 ^ (3. 74g) £#*f^P 
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mm^mmm^vx, nmm (15. 7 g ) ttmwmtvxmtc. 

1 H-NMR (CDCI3) 8 1.75 (1H, br s), 3.48 (3H, s), 4.67 (2H, s), 5.18 (2H, 
s), 6.94-7.06 (3H, m), 7.28 (1H, t). 

2 4 

{ [3- h^r^ h*vO -<>^] Bflfct^/U 



3- h*So< h^rv') ^y^;VT^3-/W (15. 7g) , hyrc^/^T 
^ (19. 5ml) ©ft»xf;l/ (150ml) fcifrT, *9^*tV 

*^oUK (12. 8g) ©ftgai^vi, (50ml) ^i^ITL, ^rO^ 
£0. 5B#IHMfc#Ui:„ £Cfctfcl8<£:«iau @^^^T*gfe#Lfc 0 #^tbfc 

#fc„ :©«Tl>7tKn77y (5 0ml) fcJgj&>U rtl^Wii 
=2— /l^zc^/W (12. 3g) tl, 8-i?TWi/?vi [5. 4. 0] -7- 
!»fty (15. 3ml) ?rf h7t Kn77^ (30ml) *t*0. 5B#Pd3 

mmk. m.mfom-rhyvj**mmx2mmfc, iM^^^^^t^t, 
^y#y^£i§u ^i^s*tt, ia« (25. 3 g ) &m&mtisx 

1 H-NMR (CDC1 3 ) 6 1.29 (3H, t), 3.09 (2H, s), 3.48 (3H, s), 3.80 (2H, s), 
4.19 (2H, q), 5.18 (2H, s), 6.91-7.02 (3H, ra), 7.24 (1H, t). 

2 5 

[ (3-fc Ko^^V^U) ^-^~] fjslfejc^vu 



{ [3- (p< h=*-~>^ h=¥^) ^<yv?/U] ^} ftK^L^/u (14. 5 g) <7) 
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J^y— A> (10 0ml) (10ml) Slffl-di, ^(D^ 

(i2. 3 g ) zmvtt&bvxftito 

1 H-NMR (CDC1 3 ) 5 1.29 (3H, t), 3.08 (2H, s), 3.78 (2H, s), 4.18 (2H, q), 
5.12 (1H, br s), 6.74 (1H, dd), 6.84 (1H, s), 6.89 (1H, d), 7.19 (1H, t) . 



###J 2 6 




3-t KDdri/^y^7/V3-/V (2 3. 8g) b5tKn77^ (1 
OOml) 7k?$T, 1, [5. 4. 0] - 7 ->7> 

fty (2 9. 2g) SrJDx.. 0. 5B#P H 11t^Lfc 0 rtll^y^DD^f 
/Pzc— tv^ (30. Og)©Th7tKo77y(50ml) ^^tK^T^JDx., 

±TWcfa#^ h y ^5vWT 5^(32. 0 m 1 ) OS&oc^vU ( 1 5 0 m 
1) mmi^ tK^T, ^^^My^nU K (2 4. 1 g) ©ftg^^yw (5 
0ml) ^^ITL, ^<Z>l£;£0. 5^mmWLtc 0 ± CfctfclS! U ft 

K (10 0ml) 1^7>U Z.tliZ^*mm*V *A (26. 3 g) Sr. 

tap*., BfefiK^Lfco s/«£7k&t\ g^m^^-e 2 mttm u^o 

^=15:1), S6<J#) (2 5. 8 g) «r$fi:R4&£ LT#fc. 

1 H-NMR (CDCI3) 5 2.34 (3H, s), 4.10 (2H, s), 4.71 (2H, s), 5.28 (2H, s), 
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6.92-7.01 (3H, m), 7.22 (1H, t), 7.33 (5H, s). 
###12 7 

2- ( {3- [ (^y^*!') h*i/] sO-VjV) 




"f-tirffeWiS— {3 - [ ('^vvl'^v') ^ h^rV] ^^v^/W} (6. 4 6g) 
<D*?y— /V (3 0ml) TKSfe^hU^A (0. 8 5g) — 

(20ml) *5cfctf7k (2ml) fc^LfcfcOSrM-CAn*., -£tf)lfc;£lB# 

'^fWATU* (25ml) CtUC 2 -:/n^E— 

ot^yixf;w (5. oog) Mi&fc-can*.. eot-c-^it. 

77^-iIt»l!L (^M^ : g^^^/U= 15:1), g ftJft (7. 6 7 g) 

1 H-NMR (CDC1 3 ) 6 1.27 (3H, t), 1.54 (6H, s), 3.82 (2H, s), 4.13 (2H, q), 
4.71 (2H, s), 5.28 (2H, s), 6.94-7.05 (3H, m), 7.21 (1H, t), 7.33 (5H, s). 



2 8 




2- ( {3- [ i'O'&A'ttis) * 'OSJ/I/} ^^-) -2-^^/U 

./nWVKx^ (7. 6 7 g) <D^?/— jV (5 0ml) WBX^ WtWk (5 

mi) ^m^xmTL, 6 0°cx^2mnmwvtc o m^comm^m&^u & 
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mm^-^= 6 : i) , o. si g ) zmtmtvxmt^o 

' H-NMR (CDC1 3 ) 5 1.27 (3H, t), 1.53 (6H, s), 3.78 (2H, s), 4.11 (2H, q), 
4.96 (1H, s), 6.69 (1H, dd), 6.79 (1H, t), 6.86 (1H, d), 7.14 (1H, t). 

###J 2 9 

{ [3- h*is* h^rvO -O-vvKl Wm^ji, 




3— h^rio* h^rvO '<y^V7/l'3-/W (4. 5 3g) <D 1 , 2 -is* 

(1 50ml) wm^. tk^t^ 6 Q>%im\i-ry v &j»<Dmh'< 

77^yl» (1. 2 9 g ) Sr^Px.. 0. 5^Klt^LfCo :m:7'n« 
x-^tv (6. 7 5g) Sr^TAD^. lit- ifemt^bfco S^^Tk^^r. 
g^ai^T' 2 Steffi L7c: 0 Sfe^assr^TKam-^^v'^A-C'^:^ m 

UliL (^f-V : ft|ft3c^/U= 15: 12)^6 : 1) , (4. 6 2 g) 

'H-NMR (CDCI3) 6 1.29 (3H, t), 3.48 (3H, s), 4.10 (2H, s), 4.23 (2H, q), 
4.61 (2H, s), 5.18 (2H, s), 6.96-7.05 (3H, m), 7.27 (1H. t). 

3 0 

[ (3-t Ko^i/^y^/l/) g^n^/l^ 



{ [3- (t< h=*rv^ h^vO ^^/U] ^v'} BHtt^^ (4. 6 2 g) 
(D^?;— jv (50ml) W@L\^ WMBk (3ml) %miE.X*Mx.. SfflT— (ft 

Dvh^77^|:TfllL (^f-^ : Wm^^=S : 1) . (2. 
3 6 g) £JlWfe£ LT#fc 0 

'H-NMR (CDCI3) 5 1.29 (3H, t), 4.10 (2H, s), 4.24 (2H, q) , 4.59 (2H, s), 




COOEt 
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5.18 (1H, s), 6.75-6.81 (1H, m), 6.88-6.92 (2H, ra), 7.22 (1H, t). 
###J 3 1 



(3-t Ko^f->7a:=yU) (10. 5 g) (Df h5k Ko77^ (15 

0ml) m&K.. 7K^T, N-xf/V^y7°Dt>7^ (26. 3ml) £ 
JD*., 0. SlSWfltttLfc. CtU^ p n^f/Mf/^T/l' (1 3. 8 g) 
SrSkfcTAD*., 6 0t-MWffl*Ufc, S^^7K^a#\ ft*^^T?2lHltt 

b*WM&£/&i&£^y Xtf/VfivJ*?*-? h^77^H:tffL (^if^ : 
gfc^n^vU=6 : ld»b3 : 1) % (14. 8g) UT#feo 

l H-NMR (CDC1 3 ) 6 3.42 (3H, s), 3.47 (3H, s), 3.64 (2H, s), 5.17 (2H, s), 
5.24 (2H, s), 6.92-6.98 (3H, m), 7.24 (1H, t). 

#%#J 3 2 

[3- h^v-p< ^^nyv] mm 



[3- (p« b^r^) ft^h^^/V (14. 8g) x 

T^mt-T h y (4. 9 3 g) „ * — )V (50ml),*(100ml), 
7F7tKn77y(50ml) O^^I?fit-Wtfc 6 ELtim*wm. 

: 1) , Sttft (11. 2g) &»at#fc 0 
1 H-NMR (CDCI3) 5 3.48 (3H, s), 3.63 (2H, s), 5.17 (2H, s), 6.91-6.99 (3H, 





m 
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m), 7.26 (1H, t). 
3 3 



[3- (7 h*is* yaL=-;V\ &m (11. 2 g) ©f h7kh'o7 

7 is (15 0ml) 1 , 1 ' -J3;V&=.;W;( 5 (10. 2 g ) 

7vwey#!J (10. 7g) *3«tt/4fi<b"v^'>^^ (3. OOg) £^ 

mrt*fn^ 6 0tt-8ii!j|#tfc o ^^Bm^^v^Tk-csfrlRU 

^=6 : l*»e>3 : 1) , (10. 7g) »itt#fco 

1 H-NMR (CDC1 3 ) 5 1.27 (3H, t), 3.45 (2H, s), 3.47 (3H, s), 3.80 (2H, s), 

4.17 (2H, q), 5.16 (2H, s), 6.83-6.98 (3H, ra), 7.25 (1H, t). 

3 4 

4- [3- (7 h^rvO 7i=/W] -/Pl/tit*.?'/)' 



4- [3- (7 h^So* hdrvO (6. 
2 8 g ) (7^^^ /-/i.(4 Orn 1 )M{C.7K^T,7K^k^^m-7-h y £A (0. 
8 9g) fcflnx., t©**0. 5B#mUt#Lfc. KfSiRWfWbT:'*-* 

^« ^Sr«JE©5feL"C> 3-t Kn*<>-4- [3- (7 h 

±-e#fcrW#>t h y xf^7 ^ ^ (4. 9 3ml) ©ftg^^vl' (100m 
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1) mm^s 7k^T, ^^y^y^P!) K (3. 2 4 g) (DfflSt^?-/i> (3 
0ml) jtl&ITU ^<^**0. 5B*IWj*#Lfco £tfcifcK&*ifiU ft 

f/Wt4)S«l:jl!i^«li tt#fc. :©ft»rF7tKn77y (6 0m 
1) Ki§a>U 1, 8-^T-tJ s t*v'^n [5. 4. 0] - 7 - ^^irV (3. 

9 5 g) -^m^xz-xi^TL. ^(D^ i mmn&^tco Rj^m^mm^m&m^u 

at^vV=6 : 1) „ Jffi.4- [3-'0< b^rv^ 7 ^=-;V] -2-7=rls 

JLTl#7c»^<D YtV^ls (3 0ml) (5ml) l&m&fvx* 

hV* (h!) 7a:=;H|N^7^y) n^7^ (I) (0. 6 5 g) Mi: tt, 

£->y ^W^A^dv f^77^H:«L (^drf-V:ft®^5vU= 6 :• 
1) x (3. 6 7g) Srtt^fcb-C^l*:. 

1 H-NMR (CDC1 3 ) 6 1.26 (3H, t), 1.87-2.03 (2H, m), 2.32 (2H, t), 2.63 (2H, 
t), 3.48 (3H, s), 4.13 (2H, q), 5.17 (2H, s), 6.81-6.91 (3H, m), 7.20 (1H, 
dd). 

#%#ij3 5 

4- (3-fc Kn^v/7x=^) 7^yKxf;w 



4- [3- (p< h^ri/^ h**» 7 z/fls&t^jV (3. 6 7 g ) <D 

^/-A- (5 0ml) ttttEt (3ml) Sr^fiT'APX., iMT'-Sifei 

Th^77^-i:tiSL (^^V : 3 : 1) , gftgg (2. 7 
2 g) ^ffl^t LTUfc. 

1 H-NMR (CDCI3) 5 1.26 (3H, t), 1.89-1.99 (2H, m), 2.32 (2H, t), 2.60 (2H, 

t), 4.12 (2H, q), 4.97 (1H, s), 6.65-6.68 (2H, m) , 6.74 (1H, d), 7.14 (1H, 
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dd). 



#1 3 6 

3- (4-tKn^-2-^f/W7i^) M-fS&x.f'fl' 



^mit-T MJ *?J* (1. 33g) ©7h7t Kp77^I« (1 0 Om 1 ) 



L£l 0 r^S^{-2-^^4-^<^v : /V^-^riX^<^XT/^xt K (5. 0 g) 
©7F7tKn77^ (2 5ml) £}&TU 0tt*2^ra, MUX 1 B#FeQ 

mm^^=3 : 1) {CiSL, '&btltcit-£V>)*^? ;—>V (60ml) \ZM%% 
10%^7^A-^| (2g) ^M^^TT^P^fc^, TkfStgmU 

■. mm^^= i : i) xmmv, u^m u. 43 s ) zm^t 

1 H-NMR (CDC1 3 ) .5 1.24 (3H, t), 2.25 (3H, s), 2.50-2.56 (2H, m), 2.85 (2H, 
dd), 4.13 (2H, q), 5.21 (1H, d), 6.57 (1H, dd), 6.62 (1H, d), 6.97 (1H, 
d). 

3 7 

[4- (^^v^/U^-^fi^) -2-^^^^=^] T±h=-hV/^ 



*!i^ter t-^hdfv^K (4. 9 4 g) <7)>^ h*^?^Mmm (l 
OOml) 7 S'Cl^iPU h/Vcc ^^/Ut^=-/U^ =f-/U^ y iXT= K ( 4 . 




(C^^/U^^^y^^/l. (4. 16ml) ^tK^TT^TL, 30^t# 
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7 3g) ZMz., 5^mmW^fc a 2-*J-)VA 

XT^ft K (4. 9 9g) Ov^^ b^^x^y^ (5 0ml) £AP;t, -7 

8 tT* 1 «fM, m.MX- 1 B#M*# Lfco p< 9 J — /mr;to;U l NfW*OSRia«E Lfc 0 

3vW= 10:1*63:1) -CttfiRU Btt& (3. 0 4 g) LT&fco 
RL651-52 , C; 1 H-NMR (CDC1 3 ) 6 2.30 (3H, s), 3.58 (2H, s),' 5.04 (2H, s), 
6.77-6.79 (1H, m), 6.83 (1H, s), 7.22 (1H, d), 7.31-7.43 (5H, m). 

###J 3 8 

[4- {^^i/fVUr^cV) H^^A- 



g) (DrF7t Kn^^ (30ml) y— A, (30ml) ?§^^8^^ 

TKSKk-t- h d >>a oomi) ^apx., ijmmm^fc 0 6 
*is$j*-ewsk. 616, mi±Mmi<tc 0 mm&N, n-^wmt? k (5 

Ornl) ifeBWHJ *A (3. 4 6 g) , 3— K^^> (1. 8ml) 

tin*.* Sfi-eiOTfLfc, n^^-e^u tK> ^p^tK-c^l/Co 

n-^h^7^ — (^^->-mWt^^=5 : 1) T'ffiSl, SBtJ^J (1. 1 
3g) Srft^ttTHfc, 

'H-NMR (CDCI3) 5 2.27 (3H, s), 3.57 (2H, s), 3.67 (3H, s), 5.03 (2H, s), 
6.74-6.83 (2H, m), 7.10 (1H, d), 7.30-7.45 (5H, m). 

###J 3 9 




[4 



2-^ f^7i-/l'] T-ir h U/U (2. 97 
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(4- t Kn^ff— 2—^^-/>7s.^M WGktf-JV 
HO^yMe 

[4- (<*>*?A'jt*i/) - 2-?J-;v7^~ji>~\ %m**f-jv (1. 13g) 
0>*9J — (2 0ml) (C 1 0%^>°^^^A-^ (0. 6g) £SifM 

^ff^feLT. B#J^ (0. 7 1g) LT#fc 0 

1 H-NMR (CDC1 3 ) 5 2.24 (3H, s), 3.56 (2H, s), 3.69 (3H, s), 6.61-6.62 (2H, 
m), 7.02 (1H, d). 

###| 4 0 

[2-^ h 4- h^rv-^ h^riX) Tirh=hy/U 

*!)^ter t -y h^riX K (4. 6 9 g) <0 9 J* Y**s^9^mW& (3 
Oml) Sr- 7 8°Cl£?££PU h/W:r. v^/VtJwv^ ^vwf y K (4. 4 

9g) £*D;i, 5^M»^uyto #^T\ 2-^ h=*r^-4- h*cis* 
is) ^yXT/Uft: K (4. 1 0 g) h^r^^V^ (3 0ml) SrflD 

x.x -7 8tt?l Htffl. M-C 1 tifT^mft Ufco ^ * / — /P&flllx.. 1 R#Wlflq3& 

^/u=5 : l*»e>2 : 1) T?*ftRU (2. 1 3 g) ^ffi^#)<i: L-T#fc 0 

'H-NMR (CDClj) 5 3.48 (3H, s), 3.61 (2H, s), 3.84 (3H, s), 5.17 (2H, s), 
6.58-6.66 (2H, m), 7.22 (1H, d). 

###|4 1 

(4-t Ko^>-2-> ;V) ffl&*<f-/V 
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1 3 g) <D*.?y— summ (i omi) iz.8Mmfrmt*rhv domi) 

iiEiiLfco a?fiS:N. N-^f^*M75 K (5 0ml) t£}gfl¥$-ti\ 
»y^i. (2. 14g) ( 3-h7^V (1. 7 5g) SrM, li&-(?3B 

^^^^Atm «JEE»|gLfco ^^^/-A- (10ml) 

§1^5vV=5 : l^b2 : 1) TiTOU Sffjigj (1. 3 2 g) «!|tL 

'H-NMR (CDC1 3 ) 5 3.55 (2H, s), 3.70 (3H, s), 3.71 (3H, s), 5.95 (1H, br 
s), 6.24-6.32 (2H, m), 6.94 (1H, d). 

##^J4 2 

(4-^^-2-^^^h-l, 3-f7'/- fAO ftlM^vl' 



(4-7*^-2-y^7°h-l, A— 5 — T/W) (10 

g) (2 0 0ml) id«|i5fE& (0. 5ml) Sr*Dx. % *D 

B B B (-^^-^^^/u) -C««U B«J* (7. 1 8 g) £*N&fcL-0&fc. 
M^139-140°C; 1 H-NMR (CDC1 3 ) 5 2.18 (3H, s), 3.51 (2H, s), 3.74 (3H, s), 
12. 15 (1H, br s). 
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mnm 4 3 



6- (^^>VM-3r-» -2-t7hx^y^ 



o 



6-t Kn^^-2-t7hx^ (17. 9 g) ON, N-v/^fM/UA7 
5 W&m (2 0 0ml) f^g^ U !7 A ( 3 2 . 9 g ) , Afc'O^A' (22. 

6mi) zdux., m&x*m$mw^tc 0 g^^^-ewu 7k, ^^m^x 

^^-Wm^Ad tiflSL, (2 6. lg) Sr*S*fcLT»fc. 

S4^97-98°C; 1 H-NMR (CDC1 3 ) 5 5.18 (2H, s), 5.40 (2H, s), 7.21-7.27 (2H, 
m), 7.31-7.49 (10H, m), 7.72 (1H, d), 7.84 (1H, d), 8.04 (1H, dd), 8.54 
(1H, s). 

###i]4 4 

[6- ('^vVl^^v') -2— 7*^/ — /V 



TkmtV^VJxT/US.-VJ* (2. 3 2g) ©Th7tKn77«ffi (1 
0 0ml) {£7k#Tt?6 - {■^s&A'ttl/) - 2 —7^7 hoc^^v?^ ( l 5 

g) orf7tFD77« (5 0mD ^itu o'cximmmti-fco 

7K (2. 4ml) % 1 5%7R^t:^ h V *}J* (2. 4ml) % tK (7. 2ml) 
/u) "CflHKU 1^ (10. 1 g) £;gJI<k LT#7i 0 

S4^141-142°C; 'H-NMR (CDC1 3 ) 6 4.79 (2H, s), 5.16 (2H, s), 7.21-25 (2H, 
m), 7.33-7.51 (6H, m), 7.69-7.75 (3H, ra). 
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###J 4 5 



6- ifZls&A'ifr*?*/) -2-t7h7/VftK 



CO 




CHO 



[6- {^isitAstt*/) -2-1-7^^1 *<?/—;V (5g) ©fh7tK 
P77^ (60ml) fc-IMfr^tfl' (15g) «rflO;U M"?****** 

JMt«r?5ife* (^^^-BKft^^-A') TflWRU Iftft (4. 0 8g) 

gi,6l07-108 o C; 1 H-NMR (CDC1 3 ) 6 5.21 (2H, s), 7.24-7.50 (7H, m), 7.78 (1H, 
d), 7.88-7.92 (2H, m), 8.24 (1H, s), 10.08 (1H, s). 



(E) -3- [6- i'O&A'ttf) -2--i-7^;V\ T 2 V jV&^jV 



■fcMWrfr Y V (0. 4 6 g) h7t (2 0ml) iC 

(4. 16ml) SrTk^T-CMT U 30^i#L 
7c 0 r©SMlu6- (^i'v^V^v') -2-t7h7/V7t K (2. Og) 
Wfh7tKa77«(15ml) IriTU 0^2B#MJt#Ufc. 1 £1 

&btiitmat&&mtik (^*v->-mm=-^M -erasiu iwij (2. 0 9 g ) 

g4.&110-112°C; 1 H-NMR (CDC1 3 ) 6 1.35 (3H, t), 4.28 (2H, q), 5.19 (2H, s), 
6.48 (1H, d), 7.22-7.27 (2H, ra), 7.34-7.50 (5H, m), 7.60-7.85 (5H, m). 

4 7 



##J4 6 
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3- ( 6 - 1 Kn 2 -^7^) 7°n f^^g^^vv 



HO 




C0 2 Et 



(E) -3 - [6- ('Ov^^iX) - 2— 7-7^-/1^] y/V^^/W (1. 
6 7g) (15ml) 1 0%^7^7A-^ (0. 

5 g ) &mm%MT-etiaz.it&. &mw&u ^m.-cmmmwvtc 0 ^mm**> 

Wk, ^!)*W7A^n-7F^77>f- (^ri^ : m&^^= 5 : 1^ 
<b2 : 1) -OfiHRU I^Jfe (0. 8 6g) £^ B s B £LT#fc 0 
g£,&90-91°C; 1 H-NMR (CDC1 3 ) 8 1.32 (3H, t), 2.70 (2H, t), 3.07 (2H, t), 
4.14 (2H, q), 5.54 (1H, s), 7.03-7.08 (2H, m), 7.24-7.29 (1H, m), 7.55-7.65 
(3H, m). 

4 8 

2- [5- (4 — aL=^;V) -2-^f/V-3-7!J/l'] 

Pr-n 

F -A-^)r cooh 



###!|14 (1) "CWcl- [5- (4-7/^P7i^) -2-^^/W- 

3-7y^] 1 /i-j:«9, 2{Z7jk-r^mtmm^vx, e 

®1&96-97 0 C; 1 H-NMR (CDC1 3 ) 5 0.92 (3H, t), 1.23-1.42 (2H, m), 1.62-1.80 
(1H, ra), 1.89-2.07 (1H, m), 2.32 (3H, s), 3.45 (1H, t), 6.54 (1H, s), 7.03 
(2H, t), 7.57 (2H, dd). 




4 9 

2- [5- (4-7;l/tD7i^) 'Off—l 
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Pr-n 
Me 

##0U 2 (2) T*#/c 2 - [5- (4-7/^n7i-^) -2-^^/V- 

iftfl^fc; 1 H-NMR (CDC1 3 ) 6 0.89 (3H, t), 1.19-1.62 (5H, m) , 2.32 (3H, s), 
2.66-2. 76 (1H, m), 3.58 (1H, dd), 3.71 (1H, dd), 6.40 (1H, s), 7.04 (2H, 
t), 7.57 (2H, dd). 

#%#| 5 0 

3- ( { 2 -t^/V- 5 - [4- (M)7;Utn^f/V) ^zc^/i^] - 3-7U 




{2-^^l^-5- [4- (h!)7/Vtn>f;V) 7^-/1^] 

/v- (4. 12g) % 3 — t Kd ^v"<yX7/Vft K (2. 4 g) 
t>* h!J7*f/^^7^y (4. 9 g) <£>-r h^t Kp77^ (250ml) 

(ci, 1' - (ry^/^^/v) v?t°^y>?^ (6. 1 g) ^^fi-TrAp^fd^. 

# v' y 7J 7^^nvh^77^ -tctltS! L (^=*^ 

^ : mm^^=l 5 : l*»fc9 : 1) , Blftfe (4. 3 0 g) LT# 
fc. 

M^85-86'C; 'H-NMR (CDC1 3 ) 6 2.44 (3H, s), 4.95 (2H, s), 6.80 (1H, s), 
7.22-7.28 (1H, m), 7.47-7.52 (3H, m), 7.60 (2H, d), 7.72 (2H, d), 10.00 
(1H, s). 



%#J5 1 
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^3-gtt$S- [3- ( { 2 -*^->V- 5 - [4- (b y ^l^n^/V) 7x^ 



3- ( {2-^/^-5- [4- (b!j7/Vto^f;V) 7x= yv] -3-7 
y/W t< h=^>) ^yX7/Vr t K (2. 5 2 g) <D**y— >V (2 0ml) - 
f h7t (10ml) mfclZ y 7K^T, zMUfb* !7fif "J" h y ?A (0. 

2 6g) ^Px, M.-CO. 5^m#Ufc 0 SJ£^£^2t*§Lfc^ friz.®. 

±T*#fc?fi^, h y =^^-/VT 5 V ( 1 . 5ml) GOg^^A- ( 3 0 m 1 ) 
^1-, tK^T, ^y^y^n!) K (0. 6 5ml) ^iTU t<D$. 
£0. 5B#p B m^bfc„ £Cfc£tJ££ilIi&U ^^ATi!fefrL*: 0 #b*Lfc 

75 K (20ml) fcLjgj&>U «-@£g£7J y [7 A (1. 2g)^ ilBCtiDi, 

^^»^*3 Bmmwi-tco s^^7Ka#\ @^^^-/v-e2iHitttiibfc 0 *^fc 

!:Vll»*7A^nv h^^7^-{c:T*f$Sib (^^rf-V : g^^^/p= 6 : 
1) > ^^-^^iD^^bUT, gtfj^ (2. 5 0g) £^J|£ LT#fc 0 JH^t 
90-91°C; 1 H-NMR (CDC1 3 ) 5 2.35 (3H, s), 2.41 (3H, s), 4.10 (2H, s), 4.85 
(2H, s), 6.78 (1H, s), 6.83-6.91 (3H, m), 7.22 (1H, t), 7.59 (2H, d), 7.70 
(2H, d). 

#%#J 5 2 



4 - 7/U^o - 3 - t Ko dr^gf ® ( 9 . 8 1g) ©fh7tKD77V 
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(i oomi) mmz, mmrcN-^^^ y?* tvur (n. 9 g ) 

&JP;l, 0. 5B#fHJ8B£Ut. :tll^nP^f/Mf/^-f/Kl2. 6 g) 

TK^by f!?A7/K = ^ (3. 6g) O^h^t Kn77V (100ml) 
i^fl^i'&T-Cl^fcjft^OT 1 h7tKo77V (100ml) 
TU BfeJK#Lfco H^^K^UT, tK (3. 5ml) , 1 5 %7.K^ 

fls-^-M; (3. 5ml) , tK (9ml) SrHftWfiiTLT, »<J<£>7kfif 

^^) , 1^ (11. 3 g ) ^at^ifc, 

•H-NMR (CDCI3 ) 6 1.75 (1H, t), 3.53 (3H, s), 4.63 (2H, d), 5.22 (2H, s), 
6.95 (1H, ddd), 7. 06 .(1H, dd), 7.20 (1H, dd). 



Wfefc; 1 H-NMR (CDCI3 ) 5 1.29 (3H, t), 3.07 (2H, s), 3.52 (3H, s), 3.78 
(2H, s), 4.18 (2H, q), 5.21 (2H, s), 6.92 (1H, ddd), 7.02 (1H, dd), 7.18 
(1H, dd). 

###J 5 4 

[ (4-7y^n-3-t Kn^r^y^) Jg^t^/U 



5 3 




WO 2004/02255^^ PCT/JP2003/011308 

158 



-S^COOEt 



HO 

mftyo; 1 H-NMR (CDC1 3 ) 5 1.30 (3H, t), 3.06 (2H, s), 3.75 (2H, s), 4.18 

(2H, q), 5.22 (1H, d) , 6.81 (1H, ddd), 6.97-7.03 (2H, m). 

5 5 

2-7/V^n-5-^ h^MyXT/i^ft Kit), ##^J 2 3 (C^-T^& i: 

'H-NMR (CDCI3 ) 5 1.83 (1H, t), 3.79 (3H, s), 4.73 (2H, d), 6.76 
(1H, td), 6.93-6.99 (2H, ra). 



£#0»J 5 6 




'H-NMR (CDCI3) 6 1.30 (3H, t), 3.16 (2H, s), 3.79 (3H, s), 3.83 
(2H, s), 4.19 (2H, q), 6.71-6.79 (1H, m), 6.89 (1H, dd), 6.98 (1H, t). 

###J 5 7 
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mtT/^^-VJ* (3. 6g) © h/vxy (2 0ml) WMmi^ Stfit'l- 
Urtt^Hr—A' (12. 7g) Srflp*.. 0. SB^jf #Lfc 0 [ (2- 

h^ri/^y^) ^] gtl&ac^vw (2. 8 1 g) <£> hy^^ 

(2 oral) mm&m.M.x*imz-, mm.x*2mmmfti,tz. 0 RfcWt&foMz&g, 

i^-V-^frh^ : Wm^^= 3 : 1) , gf$#> (l. 9 7g) 

&toftmt i>xmc 0 

1 H-NMR (CDCI3 ) 5 1.29 (3H, t), 3.15 (2H, s), 3.80 (2H, d), 4.18 (2H, q), 
5.04 (1H, s), 6.69 (1H, td), 6.83 (1H, dd), 6.91 (1H, t). 

###J 5 8 

l- { 2 -Ttfvv- 5 - [4- (h!)7;PtP^f/v) -7^~;v] -3-y])M 




1, 8-Tiftfiy^P [5. 4. 0] -7 — frl^-feV (18. 8g) <£> h/V 
3^ (5 0ml) mm^. 7K?^T. Tir^/V-T-fe h > (1. 2 4g) ©h;Pxy 

(30ml) mm&7mTXffiTLtc 0 RfoWi*Z<Dti* 1 O^TO^Lfc^ 
^tL(C2-7^n^e-4' - ( h V ytv^rxit^-M r-tr h7x/y (3 3. 1 g) 
<Dh^> (8 0ml) ^^K^TT^TL. $ h^MX 2mmmWl^ti 0 

tciiiu i^v^y^mm^^-^ (i:D -e^bfc m#>tcmm 

^{^4- l7^m(2. 4g) ^D^LT, lOOttl. 
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y : ifi^=15 : 1) % ^^y-/^bS^tt, (10. 7 

g) *r«ft£L-C#fc. 

gfc,&87-88 c C; 1 H-NMR (CDC1 3 ) 8 2.48 (3H, s), 2.69 (3H, s), 6.98 (1H, s), 
7.64 (2H, d), 7.75 (2H, d). 

###J 5 9 

[4-7/W^-n-3- h^fv^ h^) 7 T±h=-bVJl- 



[4-7/W^-n-3- (.* h=*^ h=¥v^) ^i^/W] /V (2. 3 5 

g ) % r-t h^v'T^t > (i. 6i g) *sj;^hy^/^^7-r^ (3. 

8 3g) ©Tb7tKD77V (70ml) ^^^4 0 %T ^i/TJ^/tf^v^ 
fyKDh/Wxy^i (8. 3 0g) ^MT^Dtfcf, — Bfc}f#Lfc 0 &J$m<D 
«*l*r»EE«*U ^y/DtVux-r/^Di, tfcJK3:«giJU '^y^o 

*W7i=.^nvh^77^HCT»lL (^-^^ : g^Sftac^/V= 9 : 1 
fe6 : 1) , @«J» (2. 2 7 g) bT#fc 0 

'H-NMR (CDC1 3 ) 5 3.53 (3H, s), 3.71 (2H, s), 5.23 (2H, s), 6.91-6.99 (1H, 
m) , 7. 05-7. 18 (2H, m) . 

#%0»J 6 0 

(4— — 3-fc Kndrv^iX^lx) SFlfc^^vV 



[4-7/^n-3- h^v^ H^vO 7x-yU] T-terh-MA- (2. 
27g) , TKBMk^" hy-7A (2. 3g) s tK (8ml) Ssls (3 





m 
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%m.. %rm.mx*R&m&m&iz.v. mm=-^x- 2wmm\-tz. 0 



3:1), ifityft (1. 50g) ^^#><t L-T#fc 0 

'H-NMR (CDCI3 ) 6 1.26 (3H, t), 3.53 (2H, s), 4.15 (2H, q), 5.17 (1H, d), 
6.76 (1H, ddd), 6.94 (1H, dd), 7.01 (1H, dd). 

###]6 1 



mnm 5 9 ^^rt^mt mmiz u-c, @ mrnzm^o 

l&VtyO', 1 H-NMR (CDCI3 ) 5 3.74 (2H, s), 3.80 (3H, s), 6.82 (1H, td), 6.94 
(1H, dd), 7.01 (1H, t). 

#%#J 6 2 

(2-7/M-ci- 5- t Kn^ri/^oi^/^) g^j^A- 



(2-^/^a-5-^ AO Tir h y A (1. 9 1 g) , tK 

SKk^-M/^A (2. 3g) , 7K (7ml) *5j;T>*3i^y— /U (3 0ml) (Dfe 



6fo%=c?;—;\, (4 0ml) I^L, WMW. (0. 5ml) *r*Px., 8 0°CT* 





m 



# 
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JV (4 Om 1 ) lCjgfl»U feWk (0. 5ml) 8 O^T'— efe*f# L7c: 0 

MtT/V^^^J* (3. 9g) <73i>/i^v (30ml) MMm^ 1 - 

*9 /V (13. 5g) Srj&n*., 0. 5B#lHHfc#Lfc. m^JhTWc 

j|!i^©b;vxy (2 0ml) ^i?:iMDi, 2 Bf^Jt^ bfc D KJft 

4fc (1. 8 4g) £@#£LT#fc 0 

jB^85-8rC; 1 H-NMR (CDC1 3 ) 5 1.27 (3H, t), 3.61 (2H, d), 4.19 (2H, q), 
5.00 (1H, s), 6.65-6.73 (2H, ra), 6.91 (1H, t). 

6 3 

[3- U b^f* b*cis) - 2-^3vK7 ji^/U] J~;v 



Me 

3 - t K n v-- 2 - * ^Vl^&»<£ 9 , #Mf-#J 5 2 (C^-T^jfe i: ^fiftc L 

'H-NMR (CDC1 3 ) 5 1.58 (1H, t), 2.26 (3*H, s), 3.49 (3H, s), 4.69 
(2H, d), 5.20 (2H, s), 7.03 (2H, d), 7.14 (1H, dd). 

#%#J 6 4 



Me 

[3- (^ b**/) - 2 -^fyV7i^] ##0U 
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2 4l^t^i«LT, { [3- h*is* h**» -2-*<?-/l"< 

1 H-NMR (CDC1 3 ) 8 1.31 (3H, t), 2.27 (3H, s), 3.12 (2H, s), 3.85 

(2H, s), 4.20 (2H, q), 4.80 (1H, s), 6.71 (1H, d), 6.83 (1H, d), 7.00 (1H, 
t). 

6 5 



6 0%*3WW-MJ ^^©»^77^y|S^ (2. 9 8g) Sr^-^^-C 
2^25fc#^ 7h7tKn77y (3 0ml) Ulf&iBU r*U£2-fc Kn^rv' 
-5-(7h7tKo-2H-t'7V-2 2cM=$^ ^ (10. 

9g) ©7^7tKn77> (8 0ml) TkftTt'jDi, 3 0^W1# 

Lfc 0 ^*UCH ^-ffc^/v (4. 16ml) ^K^TAP^L, 60tt2Br» 

frmtV ^AT/i^—^A (2. 5 g) (Dt- h?tKo7?y (100ml) 
»»^l^*?&T"X?_bt?^/t:»^<OT- h7tKo77> (100ml) *gft£rffi 

ru at-?- sfeaa^L^o sje5*k*:*?&lt:, tk (2. smi) , 15%^ 

it-T h V V J±7kmm (2. 5ml),*(6ml) SrJBftjSTlt, i!PJtf>7Mf 

tz 0 ftbtlltm&jmi&is!) 77^77 7 A i7n-^ h7'7 7^-|CtilL 

f-^ : f»^/U=6 : 1/5^2 : 1) „ Stt4fe (6. 6 4 g) SriftlKfl&fc LT 




0 
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1 H-NMR (CDClj ) 6 1.42 (3H, t), 1.53-2.05 (6H, m), 2.49 (1H, t), 3.53-3.64 
(1H, m), 3.87-4.00 (1H, m), 4.04 (2H, q), 4.65 (2H, d), 5.31 (1H, t), 6.78 
(1H, d), 6.91-7.10 (2H, ra). 

#%#J6 6 

Pr OBt 

[2 b^ris- 5 - (fh7t Ko-2H-k°7y-2-^;Wi/) 7i 

-5 - C^h^t Kn-2H-t°7>'-2-'l'y^dr^) ^^-^/V-] ?-lr) &Wt 

mVtyo: 1 H-NMR (CDC1 3 ) 6 1.29 (3H, t), 1.40 (3H, t), 3.17 (2H, s), 3.80 
(2H, s), 4.00 (2H, q), 4.19 (2H, q), 4.69 (1H, s), 6.66-6.81 (3H, m). 

#%#|6 7 

(3-fc Kn=^>- 2 -**5-}V7 g^^cfvW 



5 9^i-^fe«hlH^^bT, [3- (p< h=Sr^ h^^) ) -2-^^/V^ 

'H-NMR (CDC1 3 ) 6 1.25 (3H, t), 2.19 (3H, s), 3.64 (2H, s), 4.16 
(2H, q), 4.85 (1H, s), 6.69 (1H, d), 6.79 (1H, d), 7.02 (1H, t). 




Me 



#%#J6 8 



ft • 
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iflMfrKJI 1 H-NMR (CDC1 3 ) 6 1.65 (1H, t), 2.24 (3H, s), 3.49 (3H, s), 4.64 
(2H, d), 5.22 (2H, s), 6.91 (1H, dd), 7.06 (1H, s), 7.14 (1H, d). 

#%0O 6 9 

[ (3-t \fu*?l/— 4- *?-A*<ls*J*') gjFSfcn^vU 

2 4 i^^-jjfetmmz Lt, { [3- h3ri/^ h=^» -4-T^/l^ 

tt^4to; 'H-NMR (CDCI3) 5 1.29 (3H, t), 2.23 (3H, s), 3.07 (2H, s), 3.75 
(2H, s), 4.18 (2H, q), 4.79 (1H, s), 6.78 (1H, s), 6.80 (1H, d), 7.06 (1H, 
d). 

###J 7 0 

1- (3-^ b*ci/7^=-/l') -?#^-\-3r—/v 
Pr-n 

3—* h*^yX7/vfk K (1 3. lg) ©7h7tKn77y (100 
m 1 )»2I^7'd tVw^^^^n ^ FWh7t Ko77^(7 
2ml) £-7 8°C-eMTU 5 O'CT? 1 BfrMfltfPLfc. SJS*££r*£ 
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7A^n^^77^Ml!Lt (^-^^ : mm^^= 6 : 1) , @« 
m (14. 8g) Srft&:t#l&£ LT#fc 0 

•H-NMR (CDC1 3 ) 6 0.93 (3H, t), 1.21-1.53 (2H, m), 1.61-1.83 (2H, ra), 1.82 
(1H, d), 3.82 (3H, s), 4.62-4.71 (1H, m), 6.79-6.84 (1H, m), 6.91-6.94 (2H, 
m), 7.26 (1H, t). 



mnm 7 i 




Pr-n 



l- o-7< y^^-i-^— (3. 89 g ) , hy^ 

/U7^V (4. 5ml) <r>^m.^;V (30ml) 7k/£T, 
*y^n!) K (2. Oml) SrjRTU 5R#WWfc#Lfco 

®&'&lt 0 rroi^^N, N-^fy^Mr^; K (1 5m i) ic^u 

^g^^y^A (3. 7g) M-t^JD*.,' 5 0°CT*— BfeM^b/c 0 Rj&fg 

KM, »«£«JES*Lfc. ^"bnfca^^^v-y^y/^^^^n^ hi/^ 
— m-CffifKL-C (— dr-y->- : g^^/V= 15:1), (4. 4 1 g) 

1 H-NMR (CDC1 3 ) 5 0.90 (3H, t), 1.17-1.46 (2H, m), 1.89 (2H, q), 2.29 (3H, 
s), 3.80 (3H, s), 4.55 (1H, t), 6.74-6.90 (3H, m), 7.22 (1H, t). 



£##J 7 2 

{ [1- (3-^ •f^l mWt^^ 




Me 
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[1- (3-* h^cisy^-M V^vW] (1. 8 9g) <D*# 

(5 0mi) mm^. Tkmt-thi) v*. (o. 3 2g) ^^t^px., * 

N-^^fM;l/A7 5 K (20ml) tc2ga>U ^P^M^fvl' (1 . 
lml) SrMfc-Obn*., 6 Ot^^HHt^Ufc. RjftttSrTk&tf, fttt^^ 

(^M^ : ftS^vl^ 9 : 1), (1. 6 0g) ^i^irttff:. 

1 H-NMR (CDC1 3 ) 6 0.88 (3H, t), 1.22-1.39 (2H, m), 1.26 (3H, t), 1.73-1.89 
(2H, m), 2.90 (1H, d), 3.00 (1H, d), 3.81 (3H, s), 3.96 (1H, dd), 4.13 (2H, 
dq), 6.76-6.80 (1H, m), 6.87-6.90 (2H, m), 7.22 (1H, t). 

7 3 

{ [1- (3-t ko^^7x=;v) zf^/v] mm^^ 



{ [1- (3 -J Y**s?^~;v) -f=f-jv] mWt^^X*). ##0!)5 

ftMftfe; 1 H-NMR (CDCI3) 8 0.88 (3H, t), 1.21-1.40 (2H, m), 1.26 (3H, t), 
1.75-1.88 (2H, m), 2.91 (1H, d), 3.02 (1H, d), 3.94 (1H, t), 4.13 (2H, q), 
4.90 (1H, s), 6.69-6.75 (1H, m), 6.82 (1H, t), 6.87 (1H, d), 7.18 (1H, t). 

7 4 

ftB64-^oP-3- h*^* h*~» ^y^/V 



2 — * ti p- 4 -^^717-^ (5. 1 9 g) CD 7" F7tKo77y (5 
Oml) ^T'N-^n^v 5 ^ y^n t°A-T 5 ^ (8. 3ml) 




Me 
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0. 5B*ra«#Lfc, ^^^oo^Wf/Wx-fA/ (3. 8g) StM"? 

±-e#fctt^#I, N-^n^E^^^W^K (6. 5g) , 2, 2' -T/k' 
* (>fy/fn=:hy/W) (0. 5g) OE^k^^ (3 0ml) «ffifr3l$|iQ 

»#t#l£N, N-^WW^F (5 0ml) Kljgj&>U SKtHJ^A 
(6. Og) SrSM-eflut, 6 O'C-C—lfe^bfCo SJt&^S:*a#\ ftBfe^T- 

(^i^ : ftBft^?vW= 9 : 1*»&6 : 1) , @ Wife (2. 2 9g) ZmVtVl 

1 H-NMR (CDC1 3 ) 8 2.11 (3H, s), 3.53 (3H, s), 5.04 (2H, s), 5.26 (2H, s), 
6.95 (1H, dd), 7.16 (1H, d), 7.35 (1H, d). 

7 5 



ft»4-^BB-3- (p< h=*rv^ h^*» ^^v^/V (2. 2 9g), 1 
TK^b^- h y *-Mci§i£ (14ml) % ^ ^ y — /V (20ml) , fh7t Kp 
77V(20ml) o»^4fe4:M-e— 8feSI#uyto EL&M%Wk1&. *-?;ffirf*U 

swfcai^-e 2 mtt w ufc 0 A&fc^rav Sr«i7K«EiH- h y v ^ -emu. > y # 

y/w^riib/c^, ig&&«EE«ifc % gft#> (1. 9 2g) fcilMttfci: UC#fc. 
1 H-NMR (CDC1 3 ) 6 1.82 (1H, br t), 3.52 (3H, s), 4.65 (2H, d), 5.26 (2H, 
s), 6.95 (1H, tdd), 7.18 (1H, d), 7.34 (1H, d). 
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#%#J 7 6 

HO X^k^S^COOEt 

[4-^op-3- (p< h*~>* h^>0 7:c=vl/| — ###J 

2 4{^i-^^|W|^^bT, { [4-^nn-3- h^vO 'O' 

1 H-NMR (CDC1 3 ) 6 1.29 (3H, t), 3.06 (2H, s), 3.76 (2H, s), 4.18 
(2H, q), 5.53 (1H, s), 6.85 (1H, dd), 7.01 (1H, d), 7.25 (1H, d). 

##0»J 7 7 
Me 




3, (10. lg) (5 0ml) 

TkJfcT-etfrffcT-tr^/w (7. 8g) SrJPx., ^jfi-e— 8feit#L*: 0 S^SrTKtc 

a- #\ sixf/wt 2 mtttti b/c 0 *&*:«s/i StMtMM^ > v a -eft*, 

±-Cl#fc»^, N-^n^^i/W'K (14. 8 g) . 2, 2' —T^/ 
\f* Wy^fn=hyyl/) (0. 3g) OEa^b^m (5 0ml) 1 H# 

(DmWVa&N, N-^f;W*/^7; K (5 0ml) ft@hf~ h y * 

A (13. 6 g) SrliatiDi, 6 0°CT*6B#r^#Lfc 0 SCT^zk2£#\ ft 
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1LT (r**"V-> : Wm=^f-^=6 : l^t>3 : 1) % Bftg* (9. 8 7 g) £ 

1 H-NMR (CDClj) 5 2.10 (3H, s), 2.29 (3H, s), 2.36 (3H, s), 5.05 (2H, s), 
6.86 (1H, s), 6.88 (1H, d), 7.02 (1H, d). 

78 



ft»3- (T-fe^/^^^) - S-^/V^Vv^ (9. 87g) — 
/V (20ml) tfh7tKn77V (3 0ml) *U 0. 5 MM^mit 
•T h V J*7km& (8 9ml) ^^TfiTL, l R#MJft#L;fco S 

*T?*RU, g^^^T*2HIttmU^o &«>fc^8UISr&7kBl£i£ 
•7- h y v-y ^y/v&iiUS:^ »«EfiLt, tttt4bSr#fc. 

±t#fci»Th7t Kn77> (50ml) m&K. tK^TXN-^ 
J^M y^ci fcVl^T ^ >- (4. 4ml) SrAPx., 0. 5B#ra88#Lifco mtCi7 
n n ^ ?vi^ f;vx- jvV' ( 1 . 9 m 1 ) £ 0 "CTttP;!, 6 0 °CT*— ffiMW bfc„ 

tifcfitti, lajeTKiMk-^h y ^atK»«! (4 0ml) % (3 0 

ml), 7h7tFn77V (3 0ml) gfelf^ Lfc a KJS 

h y 17 a »jKS:«EEe* ufc 0 wbnfca^M* * > y * ?^*> a ^ 

nvhi/7 7^-|:tlSltt (^MJ-V : ttMfcn^yl^ 3 : lfrh2 : 1) % 
i&tyfc (2. 1 1 g) Sr^ifei: tt#fc„ 

'H-NMR (CDCI3) S 1.64 (1H, t), 2.33 (3H, s), 3.47 (3H, s), 4.63 (2H, d), 
5.16 (2H, s), 6.78 (1H, s), 6.83 (1H, s), 6.84 (1H, s). 



Me 
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#%#| 7 9 

[ (3-fc Kn^V-5-^f;^yW J-Hr] Bflfcn^yV 
Me 



Hcr ~ ^COOEt 

[3- h=^>y h3-» -5-^f^7x-/U] *$;—/l>&V) > 03±ffl 
2 4|OTt*fei^Ut, { [3- (y h^rv-y h^rV) -5-;*^vWO 

ftMKft: 1 H-NMR (CDC1 3 ) 5 1.29 (3H, t), 2.29 (3H, s), 3.09 (2H, s), 3.73 
(2H, s), 4.18 (2H, q), 4.79 (1H, s), 6.55 (1H, s), 6.62 (1H, s), 6.71 (1H, 
s). 



###J 8 0 

(3-t Kp*'>- 5 - ^f^7x- JV) ^mzc^-fV 



Me 




[3- (y Y*r*y* h*ls) -5-^f/W7x^] y*/ — /VJ:!9, ###J 

5 9(^t^ffit^i:tt, [3- (y h^rv-y ) -s-y^vi^ 

ift:|#Kj; 'H-NMR (CDCI3 ) 6 1.26 (3H, t), 2.28 (3H, s), 3.51 (2H, s), 4.15 
(2H, q), 4.88 (1H, s), 6.55-6.58 (2H, m), 6.65 (1H, s). 

##0iJ 8 1 

(2E) -3- [2-^5^-5- (3-y V*^/7 -Z--7]);V] T 
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##M6 (13) t#f; [2-^^-5- (3-^ h 3^:7 ^-,u) -3- 

^yyv] y^y-^^ 0nM7^7jk-f%mtmm^L.x. 2-^^-5- 

(3-n^>7x=/V) -3-7W7tK^#, r*I,££ib^###iJ8^ 

tt^4to; 1 H-NMR (CDCI3) 8 1.32 (3H, t), 1.33 (3H, t), 2.84 (2H, q), 3.86 
(3H s), 4.25 (2H, q), 6.13 (1H, d), 6.73 (1H, s), 6.83 (1H, ddd), 7.18-7.35 
(3H, m), 7.58 (1H, d). 

10 ###H 8 2 

3- 5- (3 ol^jV) -3-^])^ 7°D 




(2E) -3- [2-^vU-5- (3-^ Y^r^yy ol^jV) -3-7!);!/] 

'H-NMR (CDC1 3 ) 6 1.25 (3H, t), 1.25 (3H, t), 2.49-2.75 (6H, m), 
3.85 (3H, s), 4.14 (2H, q), 6.46 (1H, s), 6.76 (1H, ddd), 7.14-7.30 (3H, 
m). 

20 ###18 3 

3- [2-^1^/1^—5- (3-^ h^->7x^) -3-7U^] 7 p n^V-l 
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3- [2— Jc^vv— 5- (3-^ \>*?*S7=.=. jv) -3-7 11/U] /nftV 

*^4»; 1 H-NMR (CDC1 3 ) 6 1.26 (3H, t), 1.75-1.89 (2H, m), 2.47 (2H, t), 
2.65 (2H, q), 3.69 (2H, q), 3.85 (3H, s), 6.48 (1H, s), 6.73-6.79 (1H, m), 
7. 15-7. 30 (3H, m) . 

###| 8 4 

1- [3- {* h^rSo* h=^» 7^—^] a^/— /!✓ 



3- h^r^p* h=3r-» ^yX7/Vft K (13. 3g) ©Th7tKn7 
(10 0ml) %m\z. lS^f/^^v'>)Ayn * K<Dr fc Ko7 
7 ^SSK (12 0ml) Sr- 7 8tTiTU 7 8°CX* 1 B#Klfl|#L 

fc. S^^^kT^=^A7K^^a^^^T-2lHltttUbfc 0 ^#>fc 

6 : 1^2: 1) , Sfttt (11. 4 g) £r#m^£ LT#fc 0 

'H-NMR (CDCI3 ) 8 1.49 (3H, d), 1.79 (1H, d), 3.49 (3H, s), 4.82-4.93 (1H, 

m), 5.19 (2H, s), 6.92-7.06 (3H, m), 7.27 (1H, t). 



^WmtS- {1- [3- h*>^ h**» y^~J\s~\ 



1- [3- (J h*f) 7x-;V] ^^7— /W«t 9 , #%#'J 7 1 Kl^ 

ft&tttt: 'H-NMR (CDCI3) 5 1.64 (3H, d), 2.30 (3H, s), 3.48 (3H, s), 4.71 




Me 



8 5 




Me 
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m 
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(1H, q), 5.17 (2H, s), 6.90-7.00 (3H, m), 7.23 (1H, t) . 

mmm 8 6 

2- ( {1- [3- (p< h*v^ h*v0 7^->V\ ^-Or) -2-*=?- 



T*ffigtS- {1- [3- U h*i/J h^f-V) -7 =-)V\ ic^jv} «t«9, # 

#m 2 7 tc^-r^i: ut, b ^m^m^ 0 

mWfo\ 1 H-NMR (CDC1 3 ) 6 1.20 (3H, t), 1.40 (3H, s), 1.52 (3H, s), 1.53 
(3H, d), 3.48 (3H, s), 3.96 (1H, q), 3.97 (1H, q), 4.09 (1H, q), 5.17 (2H, 
s), 6.88 (1H, ddd), 6.97 (1H, d), 6.99 (1H, s), 7.20 (1H, t). 

###18 7 

2- { [1- -2-^^y^n \fjr 



2- ( {1- [3- h*is* b*is) ~7^~)V\ cc^vi/} ^) -2-^ 

flWtfc; 'H-NMR (CDC1 3 ) 5 1.19 (3H, t), 1.40 (3H, s), 1.51 (3H, d), 1.52 
(3H, s), 3.92 (1H, q), 3.93 (1H, q), 4.06 (1H, q), 4.90 (1H, s), 6.67 (1H, 
ddd), 6.82 (1H, t), 6.87 (1H, d), 7.14 (1H, t). 





Me Me 



COOEt 



mnm 8 8 

2- [3- Uh^-is* h y^~;V\ /nfc^MJyW 
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MOM, 



CN 



Me 



1- [3- h=*v^ h^-» -7^~JV\ J— jV (1. 59g) , Tir 
hyv-rykKU^ (1. 1 g) *3J:t>*h V -f=f-jVHr^y^ > (3. 3ml) (D 
fh7tKn77y (70ml) ^(Cl, 1' - (T/^y^-/V) v>t: 0 ^ 

y^v (3. 3g) ^^ar-Ao^fc^, -ife*t#L*: 0 s^w^^iEg^ 

P-7)>^7 7^HlT»Slt (^^M^ : I£@^?vW= 1 5 : 1*^6 : 1) N 
B«J<fe (0. 8 8g) ^MlJiLTifco 

1 H-NMR (CDC1 3 ) 8 1.64 (3H, d), 3.49 (3H, s), 3.87 (1H, q), 5.19 
(2H, s), 6.99-7.02 (3H, m), 7.30 (1H, t). 

8 9 

2- (3-t Ko^>7i^/U) yu 



?ft^#>; 'H-NMR (CDCI3) 6 1.21 (3H, t), 1.47 (3H, d), 3.65 (1H, q), 4.06-4.38 
(2H, m), 4.88 (1H, s), 6.72 (1H, ddd), 6.79 (1H, dd), 6.85 (1H, d), 7.17 
(1H, t). 




Me 



9 0 



m 
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MeO 



X^ff) Me IV 



COOEt 



2 4 — * h^v^^y — /V (5. 2 9g) £ 2 -^n^t- 2 
f/W/P f^ygli^/l/ (8. 7 g) ©N, N-v?^f;U^7?; K (30m 
1 ) ftHfttCftlfc* y^A (10. 3 g) Sr*Px. % 9 0°C-C— efcjf#Lfc„ 

@^^^T'2[HltttBLfc 0 *»fe#M*li7K«ffl^^'>^A-e 

: BB»3i^= 15:1), (5. 8 6 g) 

'H-NMR (CDC1 3 ) 6 1.31 (3H, t), 1.53 (6H, s), 3.75 (3H, s), 4.24 (2H, q), 
6.54 (1H, ddd), 6.63 (1H, dd), 6.98 (1H, t). 

m^m 9 1 

2- (2-7/i/ta-4-tKn^>7i^i/) - 2 — * =$~;vzfv \*HriS$kx. 



2- (2-7;^v-4-* h*i/7^y*-» -2-^f/l'7nt , ty|i 

1 H-NMR (CDCI3) 5 1.31 (3H, t), 1.52 (6H, d), 4.24 (2H, q), 4.89 
(1H, s), 6.46 (1H, ddd), 6.58 (1H, dd), 6.92 (1H, t). 

9 2 

2- { [3- b*ris* h**» "O^/l/) **^} -2-^^70^ 



F 
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COOEt 
Me Me 

3- h*i/t h*-y) ^y^r^a-^ (8. 26g) , hyxf/vr 

?y (10. 6ml) <DWm^^ (100ml) ^^{^, 7kJ&T\ * ? 
*y^D!)K (7. Og) ©fffflfc^A- (3 0ml) ^f^lTU, -^O^^ 

2-t Kn^rW yf&MSac^yp (13. 4 g) <Dv~ l>7t Kn77^ (100 
m 1 ) jgffcK:, MT? 6 0 %7kmi£-r h V VJ»<DffiWls<? 37 W ( 4 . 1 

g) Srfln*., 1 5ftmmftlstc 0 rtiC±tffcMf!iOTh7k Ko75> (5 

omi) mst^m.-vm^ e 5^3 Bfia«#us:, R^ttSrTKmar, m 

L (— aHf-V : ftMfe^^= 15:1), @#J^ (5. 5 5 g) tt 

'H-NMR (CDC1 3 ) 6 1.31 (3H, t), 1.51 (6H, s), 3.48 (3H, s) , 4.22 (2H, q), 
4.44 (2H, s), 5.18 (2H, s), 6.92-6.97 (1H, m), 7.02-7.08 (2H, m), 7.25 (1H, 
t). 



###J 9 3 

2 - [ ( 3 - 1 Kn^'^yW Or* 9 S\ - 2 f-fVfu t^yg^ac^vi^ 




COOEt 



Me Me 

2- { [3- (^ h^rv^ h^riy) -<>vvl/| ^^rv'} -2-^^7*0^ 

iftjR4&; 1 H-NMR (CDCI3) 5 1.30 (3H, t), 1.51 (6H, s), 4.22 (2H, q), 4.43 
(2H, s), 4.86 (1H, s), 6.71-6.76 (1H, ra), 6.90-6.93 (2H, m), 7.19 (1H, t). 



m 
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9 4 

2- [ (T±^yt^-» -5- [4- (b!J7;^Of/V) 7xn 



2-^5^/^-5- [4- (Mj7;^n^^/1/) 7 en— /W] -3-7n^f/l/ 

(i3. 5 3 g ) (Dmm^^mm ooomi) ic2, 2' -7/^ (^y 

7fob=M);l/) (0. 3 9 g) % N-7p ; ex7VW 5 K (8. 4 8 g) 
#btt^^SrN, N-^^fMM7^ K (10 0ml) ft 

^■7-hy«7A (7. s i g) sr/jn^ mmx*- mw#tisti 0 tkstApx., aafc*^ 

&&*JE@* Lfc. 0 M^>^W7A^D-7h^77^- (^^^>-:g^ 
K^^=5 : l*»fe2 : 1) tiib (12. 4 7 g) 

^^60-61'C ; l H-NMR (CDC1 3 ) 6 2.14 (3H, s), 3.89 (3H, s), 5.46 (2H, s), 
7.08 (1H, s), 7.66 (2H, d), 7.78 (2H, d). 

9 5 

2- (3i Y*c*/*=5->V) -5- [4- ( h JJ ^yU^-a^^V-) -3- 
7 xx^x-^jV 



2- [ (T-fe^/U^-^V) ^^/W] -5- [4- (F!)7;^D^f/V) 7:*- 
/W] -3-^p@^?vU (5. Og) S:7b7kKD77y (60ml) t * 9 
J ( 6 0 m 1 ) 1 ^TK^b-7" h V <? A (32ml) 





&*nx., m-c— L/c 0 $ e>£ 1 a^Tkawk^- h y ( 2 o m 1 ) &ii 
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ma-kmfcxm¥ 0 m^mm-^^^y^^xm.^ mm&m&.mizLxm 
ftyozntco nhtitcmiK^N, N-^fMMru' (somi) icm 
mz^t. Tkmik-rhvvj* a. 76g) , a*^^ (4. 6 8 mi) 
i&Txtiux., 3mmmwvtc 0 im^Mm^m^, mm^^x$>w&, mmm 

B^^V^y^^^^u^h^yy^— : g^^,w= l o : 1 

: i) xmm\^, nmm o. 6 5 g ) ^m-^mt\^xmz. 0 

1 H-NMR (CDC1 3 ) 6 1.26 (3H, t), 1.39 (3H, t), 3.63 (2H, q), 4.34 (2H, q), 
4.85 (2H, s), 7.04 (1H, s), 7.64 (2H, d), 7.78 (2H, d). 

###19 6 

{2- (xhdr^f;l,) -5- [4- (hJJ7/^P^f/l/) 7 *.=->V] -3 



#^j9 5t-#/:2- (jl h^v^^A-) -5- [4- ( h y 7;^a^f /W) 

gi&103-105°C ; 'H-NMR (CDC1 3 ) 5 1.26 (3H, dt), 3.60 (2H, dq), 4.57 (2H, 
s), 4.59 (2H, s), 6.77 (1H, s), 7.60 (2H, d), 7.73 (2H, d). 

m^m 9 7 

2- (4-fc Kn^>- 2-^^vl^<yv>/P) 



2- h^-v^ajN^^ y yW) 7* # ;\, (6. 3ml) ©7h7kh'P7 

7^ (5 0ml) ^(d, 7k#TF, 6 0%*^bt h y !?AO»<77^ 

(1. 3 3g) ^x., 3 0»lfc, r*ll:4- (^O^/U^-^r^) - 
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2- ^f^yX7^7t K (5. Og) Of h7tKn77V (30ml) *g 

um^\^tc 0 mbtitcm±f&v>>z^? (somn \zmmz^ 

m&£$gXWteVtc^ 1 0%^7^!)A-^ (1. Og) £iP;t, 7K*#ffl 

fSt^/v= 1 0 : l^t>2 : 1) , S#J4£) (4. 7 9 g) Srfft^t LT^fc 0 
1 H-NMR (CDC1 3 ) 5 0.91 (3H, t), 1.19 (3H, t), 1.48-1.75 (2H, m), 2.25 (3H, 
s), 2.47-2.72 (2H, m), 2.84 (1H, dd), 4.07 (2H, q), 4.83-5.05 (1H, br), 
6.52-6.62 (2H, m), 6.94 (1H, d). 

9 7 ( 1 ) 9 7 ( 2 ) 

###J 9 7(1) 

3- (4-t KD^-^-2-^f/V7xr:;U) — 2 fc°^-^^^^/V 



ifttftfe ; 1 H-NMR (CDCI3) 5 1. 16 (3H, d), 1. 19 (3H, t), 2. 25 (3H, s), 2. 53-2. 72 
(2H, m), 2.90-2.99 (1H, m), 4.19 (2H, q), 5.25 (1H, s), 6.54-6.63 (2H, m), 
6.94 (1H, d). 




#M?flij9 7 (2) 

3- (4-tKn='rv'-2-^Wi^) 
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ffc4fc$J ; 'H-NMR (CDCI3) 5 1.32 (3H, t), 2.28 (3H, s), 2.95 (2H, d), 3.32 

(3H, s), 3.86-3.93 (1H, m), 4.18 (2H, q), 5.10 (1H, s), 6.56-6.64 (2H, m), 
7.00 (1H, dd). 

###J 9 8 



4-t Y^^^ls-Vl/^-*—;^ (3. 7ml) ©N, N-^f/^MT;K 
^(1 OOml) lZl%m#V .(5. 1 g) x ygg^^yl. (5. 

9 6g) £r2)Dx.* 5 OtT*-Sl, «^L^o #C^> #ftjf 

mm&i/v •frfjvjj^Ktxi-* w??^— i^^-y . m^^^= 3 0 ■. 1 

frb5 : 1) X*mmU (7. 1 lg) ^i^ttTffco 

'H-NMR (CDCI3) 8 1.22 (3H, t), 1.45 (6H, s), 3.80 (3H, s), 4.10 (2H, q), 

6.84 (2H, d), 7.38 (2H, d). 

9 9 

2- [ (4-tKDJfi/7i^/V) ^^"] -2-yf-/^nft>^x^ 



£&teTA^ = !7A (0. 8 8g) ^YjV^s (5ml) {C^^-fr. -JrtZZ/^ 
*—;V (3. 5ml) «TU m-\^J:^^X^WLtc 0 ^(D%, 2- [ (4 
h^v^ ^] -2-^5 L ^nt°ty^x^yl/ (7. 06g) O 
YjV^mm (5ml) ^D^i. ^?fi-e3B^JS#Lfc 0 Rj£M&miZ.7kt:tozL. 
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S^xf/V=2 0 : l^b5 : 1) , Zblzftfagk (^if is- *M V Zfu \f;V=c 
—7-J\s) -CffifKL, Stftm (6. 2 3g) £ LT&fc. 

itt^68-69 , C ; 1 H-NMR (CDC1 3 ) 6 1.26 (3H, t), 1.47 (6H, s), 4.14 (2H, q), 
6.17 (1H, s), 6.68 (2H, d), 7.29 (2H, d). 

#%#J 10 0 

3- — <y/7 7^- 2 — r^O yn^^m^^ 

3- (5-^h=3fv'-2, Ko-l-^/77y-2-^/V) 7°Pt* 




(E) -3- (5-^ h^>-l-'<>/77>-2-^/P) -2-^0^^ 

(o. 8 i g) (Dffim^^fewt (i omi) ^mm^r-ci o%^ 
wj±-mm (o. 2o g ) zmz-. T^mnmn^r. m^i^mmwi,tc 0 m 

^J^trxj-xrY-y^yj— (^1^ : WfM^^/^= 3 0 : l#>f>5 : l) TifM 
U 3- (5-^f^r->-l-^77y-2-^;l/) 7°Pt'iy^xf;Vt 
3- (5-^ h^->-2, 3-v^t Kd- 1 -^y/77>'-2-'f/V) 7°t=z t° 

aj-^gftj:^ (o. sog) (o^m^m^mt b-c#fc. 

1 H-NMR (CDC1 3 ) 6 1. 25, 1. 26 (3H, t) , 1. 98-2. 09 (0. 86H, ra) , 2. 47-2. 55 (0. 86H, 
m), 2.69-2.90 (1. 58H, m), 3.08 (1. 14H, t), 3.28 (0. 42H, ddd), 3.74 (1. 26H, 
s), 3.82 (1. 74H, s), 4.09-4.21 (2H, m), 4.70-4.85 (0. 42H, m), 6.35 (0. 58H, 
d) , 6. 63-6. 64 (0. 86H, m) , 6. 73-6. 74 (0. 42H, ra) , 6. 80 (0. 58H, dd) , 6. 94 (0. 58H, 
d), 7.27 (0. 58H, d). 



#%#J 10 1 

3- (5-t Kn^r^-l-'<y/7 7>'-2-'l'^) /nt'i^^ 
3- (5-h 3-i?tKD-l — <y/77V-2-^/l') :/n 



m 
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C0 2 Et 



+ 



HO 




C0 2 Et 



mtT^^-V-k (0. 88g) ^Y/Vzc^ (5ml) 

ir—>V (3. 5ml) £S5TU Kfc5*-C«#Lfco ^CD#, 3- (5- 
th^^-l — <y/7 9V-2-^^) ^P^ytxf/vt3- (5-^ K 
**>-2, 3-v^t Kn— 1 -^/77V-2->fyV) f^-^ifeai^/KD 
jH-g-flfc (0. 80g)(0 h/ioi^jftjfc (5ml) SrJPx.. £m-C3B#|fflSM$L;fc. 

77^ (^fy:Mxf;V=3 0 : ld>?>2 : 1) Tltt^U 3- (5- 
k Kn^'>-l-^/77^-2-^^) 70^^^,1:3- (5 — t 
KP=3riX-2, ^-1-^77^-2-^^) 7n f^-y^f 

/KD^t) (0. 5 6g) 1 H-NMR (CDC1 3 ) 6 1.25, 1.26 

(3H, t), 1.97-2.08 (0. 84H, m), 2.47-2.55 (0. 84H, m), 2.70-2.85 (1. 56H, m), 
3.07 (1. 16H, t), 3.24 (0. 42H, dd), 4.07-4.21 (2H, m), 4.69-4.83 (0. 42H, 
m), 4.97 (0. 42H, s), 5.23 (0. 58H, s) , 6.30 (0. 58H, d), 6.57 (0. 86H, s), 
6.65-6.67 (0.42H, m), 6.72 (0. 58H, dd), 6.88 (0. 58H, d), 7.22 (0. 58H, d). 

10 2 

(5-^ b*is— 1 -^yy77y-2-^/>) gj-gfcaifvU 



(5-^ b*->- 1 -^/77>-2-^^) / — /V (2. 4 0 g) ©f 

h7t Kn7 7 (100ml) [Z.T ± hy<>7>tK!)>(l. 85ml), 

hy7f;^7^y (6. 7imi) „ 1, i' - (ryitx/i'tf-M w 

(2 6. 8 0 g) SrflStaJDx., 0t"C2fl#f B l 2 B#ffl«# L7c 0 




m 
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^J^i^V -tsf^f}^ J*? n-v- h^77^- {CiiU (^^Mfl' : flafct^vl^ 3 0 : 
l^iblO : 1) „ ififlWfe&Wfc, '&btltc.mVtV!>&^* S— J\< (10ml) (C 
8aje<0*iMk^-by fr-McSSE (10ml) 5r*P^T-^n^il^ 

^S:^JBE®*bTm^^tr#fCo mS:^* y (10ml) 

M&it. mmm (o. imi) ^p^l, ~mi3ummm.vt^ 0 wc<§'&, mst^* 

(-^i^ : g^^^= 2 0 : 1/5^5 : 1) T'fllL, gtfj^ (0. 

4 6 g) zmwrnt vmtio 

1 H-NMR (CDC1 3 ) 5 1.28 (3H, t), 3.79 (2H, s), 3.82 (3H, s), 4.20 (2H, q), 
6.55-6.56 (1H, ra), 6.83 (1H, dd), 6.97 (1H, d), 7.31 (1H, dd). 

10 3 

(5-t Kn^>- 1 — ^y/7 7y- 2 — g^zn^vU 



mtT/l'^ — yj* (0. 5 3g) Srh/l^V (4ml) Jr??^J- 
•*—>V (1. 6 5ml) ^ITL, *S-^^S^-e^#bfc 0 ^r<7)^ (5-y 
h^ris- 1 — ^^y^^^- 2--Y/W I£®^^vK£> (0. 3 7 g) (£> h/l^:/ 
(4ml) &*D;i, M-C3B#^*^Lfc: 0 K^^{-7K^D^ 

A/=20:1H5:1) -CflHRU gtt#> (0. 2 9 g) SrJlfclflfcfc Lt#fc 0 
1 H-NMR (CDCI3 ) 6 1.28 (3H, t), 3.78 (2H, s), 4.21 (2H, q), 5.10 (1H, s), 
6.48 (1H, d), 6.73 (1H, dd), 6.88 (1H, d), 7.24 (1H, d). 
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###J 10 4 



2-t Ko^'>-4-^ h^^yXT/Wft K (10. Og) ^fh7t Kn 
y^^y (200ml) ^mm^, 7k#}TX'K°V Z?> (39ml) % h y 7;^ 
i^/nfc ^MMzK^ (12. 2ml) &mzMx.. Ifit-ftlBf L7c 0 

(^ifV : ifflftJt^/l/= 2 0 : 1 frb 5 : 1) -OfflfjRU B 
tfj$5 (13. 0 7g) ^W#>irUT#fc 0 

1 H-NMR (CDCI3 ) 6 3.92 (3H, s), 6.87 (1H, d), 7.03 (1H, dd), 7.94 (1H, 
d), 10.12 (1H, s). 

10 5 

(E) -3- (4-^ h=JrV-2- { [ (MJ7;Pta^f/>) 



v^^vM^/fc/fl^^/V (6. 1ml) W-r F7tKn77>(100ml) 

^(-, tk^t, 6 0 %i^mt-r h y ^^(omwi^y^^mmm (2. 2 g ) 

*;l/^/U-5-^ h^rv^^^U (10. 0 g) <D"r ^7^: Ko77^i (5 
0ml) Sr*Dx. x 0tt2«j$U o SMiaSSM^fli, fifflfc"^ 





m 
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-em-CBHKL : ft»xf/i/= 2 0 : li»blO: 1) , (9. 

0 7 g) &JlMfci&£ LTUfc. 

1 H-NMR (CDC1 3 ) 5 1.33 (3H, t), 3.86 (3H, s), 4.27 (2H, q), 6.38 (1H, d), 
6.86 (1H, d), 6.95 (1H, dd), 7.63 (1H, d), 7.80 (1H, d) . 

10 6 

(E) -3- (2-7!J^-4-^ h^^7x^l/) 



(E) -3- (4-* { [ (hV^^ti^^-/U) ^fVi^=.)V\ * 

*ci/} y^^/u) (8. 9 2g) con, N->^?vM> 

^A7$ M (10 0ml) (cti#H^TT'7 U /!/ Mi /f^fy (9. 2 
ml) bThy** (Hj7s^;u^7^y) ^7^7^ (1. 4 6 g) Srip 

= 30:1H20:1^10:1), g6*J^J (5. 8 4 g) £ffc#;#l<bLT 

1 H-NMR (CDCI3 ) 5 1.32 (3H, t), 3.50 (2H, d), 3.81 (3H, s), 4.24 (2H, q), 
4.98-5.11 (2H, m), 5.87-6.00 (1H, m), 6. 25 (1H, d), 6.73-6.79 (2H, m), 7.55 
(1H, d), 7.91 (1H, d). 

10 7 

3- (4-^ h^^-2-y°tHz°/uy^z=./u) /nt't^xf/i/ 



(E)-3-(2-Ty^-4-7^ h*i/7^-^)-2-Zfu^^Wi=c-?-^(5. 
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2 3g) (Dmfc^^mW. (5 0ml) \Z 1 0 %s<? &-&m (1. Og) 

f^=3 0 : 1/5^5 : l) , Btfy®l (5. 3 5 g) ZmftVot LT#fc 0 1 H-NMR 
(CDC1 3 ) 5 0.98 (3H, t), 1.25 (3H, t), 1.57-1.65 (2H, m), 2.51-2.58 (4H, 
in), 2.86-2.91 (2H, m), 3.77 (3H, m), 4.13 (2H, q), 6.65-6.70 (2H, m), 7.04 
(1H, d). 

10 8 

3- (4-t Kndfi/-2-7 p DtVi'7x=./i/) yvm'^-^m^y^ 




mtT/ls^-yj* (4. 0 2g) fch/WO' (3 0ml) Ort*^ 
(13ml) SriffiTU *3-Kt£Z&vm&LtZo t<D&, 3- (4- 
* h^-^-2-yu\i^uy^=./U) -fuKjfr'y&x.^'jv (3. 0 2 g) 0F;Vx 

is&m (iomi) §riox, sflT'3mwLfc 0 Bj&tB&mizjk&mz^ m 

^f^=2 0 : lja>6>2 : 1) TitMU glH)^ (2. 5 2 g) ^ftttftiU 

'H-NMR (CDCI3 ) 5 0.97 (3H, t), 1.24 (3H, t), 1.52-1.65 (2H, m), 2.50-2.56 
(4H, m), 2.85-2.90 (2H, m), 4.13 (2H, q), 6.59 (1H, dd), 6.63 (1H, d), 6.97 
(1H, d). 



###J 1 0 9 

2- (2-^nn-4-^ Y^^V^J^rl/) -2-^f/W7*Pfty||xf ;P 
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CI 



MeO 



Me M 



CO 2 Et 



4-* h*is- 2-? DP7x7- )V (2. Og) <DN, N-^f;^i»T 
;K^i (10ml) tC % 2 -^a^e-T ygl^^/V' (2. 0ml) ^AP^l, tK 
^T-e6 0%7K^b^hy ?A©«E«K??7>r (0. 6 6g) £AD;t. 



^=5 : 1) T'llSt, Bftft (1. Olg) *M«jiLt#fc, 

1 H-NMR (CDC1 3 ) 6 1.31 (3H, t), 1.56 (6H, s), 3.76 (3H, s), 4.26 (2H, q), 

6.68. (1H, dd), 6.92 (1H, d), 6.95 (1H, d). 

###J 110 

2- (2-^nn-4-t Kn^^xy drv') - 2 — * ^fVfvx If^Wt^^ 



###J 1 0 9 t'ifc 2 - (2-^nn-4-^h^>7x;*-» -2-*?vW 

iftjR** ; 1 H-NMR (CDC1 3 ) 6 1.30 (3H, t), 1.56 (6H, s), 4.26 (2H, q), 4.84 
(1H, s), 6.61 (1H, dd), 6.88 (1H, d), 6.90 (1H, d). 

###»J1 1 1 



CI 
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MOMO 




[4-7/^13-3- b*ci/* h*'» -7 3L=-)V\ J— >V (5. 2 8 g) 
(Omk^^mS. (60ml) IC, 7K^TT\ h V x-^JVT ^ > (4 . 8ml), 
^^y^^;^D7-f K (2. 3 1ml) ^TU 3 0#jf#Lfc o ^ 

5vV*/W»TSK (10 0ml) ^ifflft^y^A (3. 90g) 

Sr*P*.aa-C2l*IHM»»Lfc. IHfcx^/u-cftjRu tK, tafP^*T*«c^ 0 &£ 

^F^77^ (^ty : ^xf/i/=iO : l/^<b5 : 1) TitMU ilft 

4& (5. 6o g ) &m#;®tvxmc 0 

1 H-NMR (CDC1 3 ) 6 2.34 (3H, s), 3.52 (3H, s), 4.05 (2H, s), 5.19 (2H, s), 
6.85-7.04 (2H, m), 7.12 (1H, dd). 

m^m 112 

2- { [4-7^^-n-3- (^ h^fi/^ h*cis) -OvVl/J ^} 
;1^7b fc^i/g^^vv- 



^^^S- [4-7/^o-3- (^ hdrv^ h*is) 'O'^/U] (2. 
5 0 g ) y (20ml) 1 M^Tk^b^- h !) •> A ( 1 1 m 1 ) 

fttto -HSrN, N-^f/^/l/A7-; K (30ml) fcWt* V 

(2. llg), (1. 80ml) $:M, IS 
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ttlfe (1. 9 5g) Srtt«*iUT#*: 0 

1 H-NMR (CDC1 3 ) 6 1.27 (3H, t)> 1.52 (6H, s), 3.51 (3H, s), 3.78 (2H, s), 
4.13 (2H, q), 5.20 (2H, s), 6.86-7.04 (2H, 111), 7.12 (1H, dd). 

mmm 113 

2- [ (4-7/l/^D-3-k Ko^v'^y^) ^^"] -2—*^->v~fxi\£i!r 



2- { [4-:7/M-n- 3- h*is* s<^i?/V) -2-*J- 

\£Hr^&.x-^-tv ( 1 . 0 g ) <d^? y — (1 0 m 1 ) \z.mm& ( 0 . 
5ml) Sr*0^., 5 0 - 6 0°CT 1 B#P(SSI#LfCo ftKxf/i/"C^, 7K, IS 

fc 0 2KaESr^y *^7A^nv h^77^- (^#-^>:Bffl6ai^= 1 0 : 
ia»f>2 : 1) tift, gftg? (0. 8 6g) Srfttt^i UT#fc. 
1 H-NMR (CDCI3 ) 6 1.27 (3H, t), 1.53 (6H, s), 3.75 (2H, s), 4.13 (2H, q), 
5.25 (1H, br), 6.74-6.79 (1H, m), 6.93-7.00 (2H, ra). 

#%#J 114 



5 5 T*#f;i (2-7/^n-5-^ Y*ri/-7 zl~;\,) /V«t9, 
###J ill {d^-r^rjSfei Hfgfc UT, § W4fcfc»fc. 

ttofttoi ; 'H-NMR (CDCI3) 6 2. 35 (3H, s), 3. 76 (3H, s), 4. 11 (2H, s), 6. 68-6. 76 
(1H, m), 6.85-6.98 (2H, m). 
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###J 115 




#J#t#> ; 1 H-NMR (CDC1 3 ) 5 1.27 (3H, t), 1.55 (6H, s), 3.76 (3H, s), 3.84 
(2H, s), 4.11 (2H, q), 6.67-6.77 (1H, m), 6.85 (1H, dd), 6.92 (1H, t). 

10 ##011 116 




#%#J1 1 5"C#fc2- [ (2-7/V^-cr-5-p< h^rv'-O'vvl') ^^"] -2 

^Jft^j'H-NMR (CDCI3) 8 1.25 (3H, t), 1.55 (6H, s), 3.81 (2H, s), 4.10 
(2H, q), 5.40 (1H, s), 6.64-6.69 (1H, m), 6.80-6.93 (2H, in). 

20 ###J1 1 7 
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jKj£59-60 , C ; 1 H-NMR (CDC1 3 ) 5 1.87 (1H, t), 3.88 (3H, s), 4.75 (2H, d), 
6.88-7.09 (3H, ra). 

#%#J 118 



ttitfiVo ; 1 H-NMR (CDC1 3 ) 5 2. 38 (3H, s) , 3. 86 (3H, s) , 4. 16 (2H, d) , 6. 82-7. 01 
(3H, m). 

#%#J 119 



118 T*#fc:^ ^ S - ( 2 - :7/l^ n - 3 - ^ h ^ ^y^) 

ffittft ; 'H-NMR (CDC1 3 ) 6 1.28 (3H, t), 1.55 (6H, s), 3.86 (2H, s), 3.88 
(3H, s), 4.14 (2H, q), 6.81-7.02 (3H, m). 

##00 12 0 

2- [ (2-7/l/tD-3-t Ko^y^U) 5=-^-] -2-^f^ot°t 
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HO 




S-^CX^Et 



F 



1 9T'#fc2- [ (2-7/^a-3-^ b^i/^it/U) ?-*f\ -2 

tt^^H-NMR (CDC1 3 ) 6 1.27 (3H, t), 1.55 (6H, s), 3.86 (2H, s), 4.13 
(2H, q), 5.29 (1H, d), 6.80-6.99 (3H, m). 

###J 12 1 

(2-7/l^n- 3-^ b^ciyy^^-^) T±b^bV^ 



##^J117-C#fc (2-^y^n-3-^ h^-v/^m^/u) ^^y— ;V&V) , 
to^t^i'H-NMR (CDC1 3 ) 8 3.76 (2H, s), 3.89 (3H, s), 6.91-7.15 (3H, ra). 
###!J 12 2 



(2-7/Utn-3-^ h^r'>7x^) TthnMj/W (0. 77g) , 8& 
^mit-f- b D V A (10m.l) ^J:T>*J:^/— (10ml) <£>$l^£— 8fc 

^p^^Lfdo s^^^^ae©* u »t'SM^tttia, mm* 
omi) tcj^u (0. imi) zmzi, -mmmtiiLti 0 BLi&mz 
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g?thD-)At« mm^mm^Ltio ftbtitzm.&im&i'V #?si>#7 

Jxtv^h??? 4— (^M^ : mm^/^= 1 0 : l) ttflt, 

(0. 7 9 g) Zmtfiyot LT#fc 0 
1 H-NMR (CDC1 3 ) 8 1.25 (3H, t), 3.65 (3H, s), 3.87 (2H, s), 4.16 (2H, q), 
6.79-6.90 (2H, m), 6.98-7.04 (1H, m). 

12 3 

(2 3 — t Kodri/7x= /V-) g^zn^vU 



#%#J 1 0 8 (c^i-^<b ut, gift#i<H#7=: 0 

JMfctt ; 1 H-NMR (CDCI3) 5 1.26 (3H, t), 3.65 (2H, s), 4.17 (2H, q), 5.51 
(1H, s), 6.73-6.86 (1H, m), 6.88-6.98 (2H, m). 

12 4 



4-^nn-3-t Kndf^If^ ( 3 . 1 1 g ) car" h 7 t Kn7 7>M 
(50ml) |CN-xf;^yypt>75y (9. 4ml) ^nn^f^ 
^^-y^-x/W (3. 5ml) $r*D^, — flfe\ ^5M^L/c„ »Sft^^-t?*3R 

TfS^^r^tfCo glitzy XV/ujjyAfu-? h^77-f- (^-^^ : BlFBft 
^=3 0 : lfrb5 : 1) Tif^U g#J#> (4. 3 9 g) &»#c4£><t Lt 

1 H-NMR (CDC1 3 ) 5 3.53 (3H, s), 3.54 (3H, s), 5.31 (2H, s), 5.47 (2H, s), 




F 
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7.45 (1H, d), 7.68 (1H, dd), 7.84 (1H, d). 
###J 12 5 



MOMC 

#*tmi 24T#fc4-^nn-3- (p< h^f-v-y h3-» $I§^> 

tt^4fe ; 1 H-NMR (CDC1 3 ) 5 3. 52 (3H, s), 4. 64 (2H, d), 5. 25 (2H, s), 6.91-6. 96 
(1H, m), 7.17 (1H, d), 7.34 (1H, d). 



12 6 

(4-^nn-3-t h'o ^ri/^^n— /V) g£@£y^vV 




CQzMe 



[4-^ po -3- (y h^rSo* ^/—yi, (2. 0 1 g) , 

T-fe h^^T^fc KV ^ (1 . 4ml) *Jj;t;h!J^^^7^y (5. Om 

1 ) ©7h7k Kn77> (10 0ml) aSSSte: 1 , 1 ' - (7*SZ?#/l'tf=.A') 
■^^!)^ (5. 0 5g) 5r^T^P^fc#, — Bfe«#Lfc„ RJS$K©&&#E<S: 
«JBE®*U v>-f y^o bVwc-TVl^Dx., itJK&iflSUU ^y^ntf/n 

jjyJxfu^ h^7 7^Hltil!L (^^-^V:g^^^/V=3 0 : l^f>5 : 

i) » &t>tiitib&m&x.# /—/is (i omi) izmmz^ 8 

h v vj* (5mi) ^Dx., — mimmmmvtc 0 %.j&m<Dmm&m 

mzmaiffifrx-m*. m^mm^^^^j^xm.m. mmzMi&gisLx, m 
t£to*mc 0 &btitimi£fy& i o %mm-* * ; —>v domi) \z.mm^. 

Kfy:^f^=2 0 : ia»e>5 : 1) CtifL, B&tygj (0. 5 5 
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g) zmvtmtisxmco 

1 H-NMR (CDC1 3 ) 5 3.56 (2H, s), 3.69 (3H, s), 5.68 (1H, s), 6.79 (1H, dd), 
6.94 (1H, d), 7.25 (1H, d). 

mnm 127 



->\s£. <o s 1 1 1 ^Tjk-r^mt mmfc tt, g wmzm^o 

; 1 H-NMR (CDCI3) 6 2.34 (3H, s), 3.52 (3H, s), 4.05 (2H, s), 5.23 
(2H, s), 6.88 (1H, dd), 7.09 (1H, d), 7.27 (1H, d). 

##0»J 12 8 



^^y^ms- [4-^on-3- h*i/t h^ci/) ^^vvV] (1. 7 
2 g) (D=z.$ Y=7M Kn7 7^i (1 Om 1 - 1 Om 1 ) 

tks^w- h y ^ a (lomi) ^n^, m&x* 3 0 r B m^bfc 0 1 rn.iEm.mxm 

(3 0ml) Kli§A¥£-t±\ U £A (1. 3 7 g) , 2 -:/n^E-f ygg^zn 

Tvv (1. 2ml) &1Xlz. s 5 0tt-ft»«!Lfc o »^t*fl?t, tK, 

0:1^10:1) till, »JR4fe«r#fc. »e>^fc*«4fe«r^^ -/ — ^ (1 





Me Me 
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om i) izmmzit. mmm (o. imi) 6 ot:x+-mm&^tc 0 m 

P-7h^77^- (^^if^ : $m.^^=2 0 : 1 fab 5:1) Tit$gU @ 

(0. 4 5g) Sr?*^i:LT#7bo 
1 H-NMR (CDC1 3 ) 5 1.27 (3H, t), 1.52 (6H, s), 3.76 (2H, s), 4.12 (2H, q), 
5.58 (1H, s), 6.82 (1H, dd), 6.98 (1H, d), 7.22 (1H, d). 

###J 12 9 

(3 -fc Kndrv'- 1 H — T /V- 1 — T/W M^^A- 



(5. Og) ©N, N-v^^vVtfvl^T^ KflWK (15 0 
ml) C»^A (5. 1 4 g) , ^otj^if/l/ (4. 13ml) 

t«lt, (1. 4 7g) ^Si:bT#fc 0 

H&181-182°C ; 1 H-NMR (CDC1 3 ) 6 1.25 (3H, t), 4.22 (2H, q), 4.84 (2H, 
s), 7.09-7.20 (2H, m), 7.41-7.49 (1H, m), 7.77 (1H, d). 

###1 13 0 

5- h^rv^ - 2 h D-<yX7^Tt K 

MOMO^^^CHO 



5-t Kndr>>-2-=hP^X7^fkK (2 5 g) ©N, N-v^^A* 
yWAT ^ KigftS (300ml) Ic^nn^ ^Vl^ 7VV (13. 7ml) 

^*px., 7K^r-e 6 0 %tK^^- h v v^ffiM^? -7 4 iswmm ( 7 . 2 g ) 




CO 2 Et 



OH 
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r.ns:wttft (^v^-mm^M T-raaau (23. 

3 7 g ) z&ikt Ltit 

gt£68-69°C ; 1 H-NMR (CDC1 3 ) 6 3.49 (3H, s), 5.29 (2H, s), 7.29 (1H, dd), 
7.46 (1H, d), 8.15 (1H, d), 10.45 (1H, s). 

131 



5- (p< h=¥>0 -2—=- hP^yX7/Uft K (2 0g) ON, N- 

v?^f/U*M7^ KiSifc (3 0 0ml) fc^-^y /Wgfcm^vU (12. 5 
ml) ir^Bfe^y^^ (16. 3 6g) ^ADX., 6 0tt-SWJWLfc, 7k£#D 

Kfy:ftixf;i/=3 0 : 1*>P>5 : 1) TitMU 

@^ (6. 6o g ) &mvty>)bvxmc 0 

l H-NMR (CDC1 3 ) 6 1.40 (3H, t), 3.50 (3H, s), 4.39 (2H, q), 5.22 (2H, s), 
7.18 (1H, dd), 7.49 (1H, d), 7.72 (1H, d), 7.95 (1H, s). 

132 



#%#Jl 3 K'#fc5- (p< h^v^ -1 ^^^^^-7oi>—2-^ 

iL674-75°C ; 1 H-NMR (CDC1 3 ) 5 2.03 (1H, t), 3.50 (3H, s), 4.89 (2H, d), 
5.21 (2H, s), 7.05 (1H, dd), 7.12 (1H, d), 7.38 (1H, d), 7.67 (1H, d). 
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###J 13 3 



#%#ijl 3 2T*#fc [5- J*3rSo< h^fV) - 1 -^l/V^^-ls- 2 — f/U] 

ifitMfc ; 1 H-NMR (CDC1 3 ) 8 3.51 (3H, s), 3.97 (2H, d), 5.22 (2H, s), 7.08 
(1H, dd), 7.23 (1H, s), 7.40 (1H, d), 7.65 (1H, d) . 

13 4 

(5-fc — f/w) ffl^M^vw 



[5-(7« h*~>* h*~»- 1 -^>i/fxy-2— ( ;\s]T± h~bl)Ml. 
0 3 g) (10ml) 8^«th!J^A (10 

mi) st^dx, -ift*Dfiajt«Eu^o &fom<Dmm&ffl£®3sL. mmmx-Rmm 

Sr&ttlcU g£@£^^ 2 Steffi Lfc 0 m^fe^ii^fp^7k-e?5fe^ M 

MlO%M-^i?y^ (10ml) i2\ MT?-l!fe^#Lfc 0 ^ 

= 4 : lfrb2 : 1) {£-C*ft$SlU (0. 4 3g) ^ltfeHt#fc„ 

1*^136-137 C C ; 1 H-NMR (CDC1 3 ) 5 3.75 (3H, s), 3.89 (2H, s), 5.09 (1H, 
s), 6.86 (1H, dd), 7.03 (1H, s), 7.10 (1H, d), 7.59 (1H, d). 

#%#J 13 5 

5- (^ h^rv^ b^vO - 1 -^>/ft7xy-2-^;wvuft K 



###J1 3 2-C#^c [5- (p< h^f^ h*is) - 1 --<>y s ^>-2— f/U] 




HO. 



CC^Me 
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1 H-NMR (CDC1 3 ) 8 3.51 (3H, s), 5.25 (2H, s), 7.25 (1H, dd), 7.58 (1H, 

d), 7.78 (1H, d), 7.94 (1H, s), 10.07 (1H, s). 

13 6 

(E) -3- [5- - 1 — <>S^>-2-' fA-] -2 
MOMO./^^^ a— CQ 2 Et 



1 3 5 X-mtc 5 - U h=*v^ h^is) 

Bfe;£81-82 < C ; 1 H-NMR (CDC1 3 ) 6 1.34 (3H, t), 3.50 (3H, s), 4.27 (2H, q), 
5.22 (2H, s), 6.27 (1H, d), 7.11 (1H, dd), 7.37 (1H, s), 7.41 (1H, d), 7.66 
J (1H, d), 7.84 (1H, d). 

###>J 13 7 

3- [5- u h*f* b^-is) f/U] /owyn 

MOMOv^^^. j — C0 2 Et 



(E) -3- [5- b*i-y* b*is) -2 
-■^u^^Wt^^/U (1. 4 6g) (D^m^^^W. (2 0ml) (C10%^7 

wj*-$m (1. o g ) sriDit, tk^#h^t. mux-mmw^tLo mm* 

•7h^77^- (^fy : «xf;l/=2 0 : 1^5 : 1) Kl"Ctt»U @ 
W4fe (1. 2 0g) ^»iLT#fc 0 

•H-NMR (CDCI3) 5 1.25 (3H, t), 2.73 (2H, t), 3.21 (2H, t), 3.50 (3H, s), 
4.16 (2H, q), 5.20 (2H, s), 6.96 (1H, s), 7.00 (1H, dd), 7-. 33 (1H, d), 7.62 
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(1H, d). 
###J 13 8 

3- (5-fc Kn^f-l c^j/^-jq V- 2 — < J^) T'Bf^yKxf^ 



3- [5- h^rv^ h*^) 

(1. 2 0g) Ssx.*/— (2 0ml) Wk^SSt (1ml) 

srjp*., 6 o°c-e3B#p^^Lfc 0 mm&mjzmisu m^^-e^u 

5 : : 1) -CfiflKU IW«J (0. 8 7 g) £3£ B B H <!: LT#fc 0 

M/^1H-113°C ; 1 H-NMR (CDC1,) 5 1.25 (3H, t), 2.73 (2H, t), 3.20 (2H, 
t), 4.16 (2H, q), 5.19 (1H, s), 6.82 (1H, dd), 6.89 (1H, s), 7.06 (1H, d), 
7.56 (1H, d). 

#%0>J 13 9 

(E) -4- {2-^^P-5- [4- (h!i7^P^f^) ^^^/U] -3 
-7yM - 3 -7ry- 1 



(3-t KDJr^7 P Dt» h V 7i^*7*=7^7'n ^ K (1 2. 4 1g) 
07h7tKP77Vl« (6 0ml) ^ktfTFT'n-^vl-y ^*7A (1. 
6M ^*-9->&m, 3 6ml)^lTU 3 0^m 2-^/P-5-[4 
- (MJ7^to^f;U) -3-7/i/7/i^t K (6. 4 1g) <Df 

h?tKn77« (5 0ml) SrWTU tK?^ T"C 1 . 5»m#Lfc 0 1 
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*7^^ov F^77^- (^rlJ-V : %fl£?L*f->\,= 1 0 : 1 frb 1:1) Tit 

aau (4. 7 7 g ) zmftvot^xmco 

1 H-NMR (CDC1 3 ) 6 2.37 (3H, s), 2.47 (2H, q), 3.75 (2H, t), 5.90 (1H, dt), 
6.30 (1H, d), 6.82 (1H, s), 7.60 (2H, d), 7.70 (2H, d). 

14 0 

4- {2-^/1^-5- [4- (MJ7;Vtn^f/U) y 

- 1 -zf? jv 



1 3 9 (E) -4- {2-^^/U-5- [4- (MJ7^tn^f 
/w) 7occ=:/w] -3-7!I;p} - Z-zfr>- 1 -tf— yuj: 9, #=%0»J 9 tejjrt" 

ifitftlfc ; 1 H-NMR (CDCI3 ) 6 1.59-1. 65 (5H, m), 2.29 (3H, s), 2.36-2.43 (2H, 
m), 3.64-3.70 (2H, m), 6.58 (1H, s), 7.57 (2H, d), 7.67 (2H, d). 

14 1 

3L?^?-*mS- { [5- h*5o* h=*V) - 1 ti/yrj-^is- 2 

*7vW 



3 2T*'&tc 15- h**>* - 1 —O-^oc^- 2 — f/l/J 

^/-A-J;*9, #^i|lll^fMi:»bT, 

; 1 H-NMR (CDCI3) 6 2.37 (3H, s), 3.49 (3H, s), 4.35 (2H, s), 5.20 
(2H, s), 7.02 (1H, dd), 7.11 (1H, d), 7.34 (1H, d), 7.60-7.63 (1H, ra). 




Me 



OH 




14 2 

2- ( { [5- h*vo< b**» -1 — T^] 
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MOM 1 




-S^CCfeEt 
Me Me 



#%#J14 { [5- U h^v") -1 ^ 

'H-NMR (CDC1 3 ) 5 1.26 (3H, t), 1.55 (6H, s), 3.49 (3H, s), 4.10 (2H, s), 
4.11 (2H, q), 5.20 (2H, s), 7.00 (1H, dd), 7.08 (1H, s), 7. 32 (1H, d), 7.60 
(1H, d). 

###J 14 3 

2- { [ (5-t KnJE->-i-^y/fiy-2-^/v) * ^-/U] -2 



mmmi 4 2xmtc2- ( { [5- u y**/* h**» - 1 — oyfiy- 

2 — f/v] ;*^vW <3-3r) -2-^^jvfu\f^riy^aL^-;vx.v) s 1 3 8 

fatt^l'H-NMR (CDCI3 ) 6 1.25 (3H, t), 1.56 (6H, s), 4.05-4.16 (4H, m), 
4.93 (1H, s), 6.85 (1H, dd), 7.04 (1H, d), 7.08 (1H, d), 7.57 (1H, d). 

mnm 1 4 4 

t e r t-'ff-A' {^^^-/V) [ (2-^^-3-7!/^) ^ h^r^] 



Tfc^by f^7;^;-!)A (9. 2g) ©7b7kKo77^ (200ml) 

mmmK. k&t. 2-^^-3-70^1^ (31. 1 g) ©rh7tK 
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(loomi) metzmru ox:x-i mmmwLtco l 

T, 7k (9ml) , 15 %7kmt1- h V VJxJkmm (9 m l ) % 7K (23ml) 

±t#fctttt, 4-n, N-^f;P7^yt°yv;y (i. 2 g ) , by^ 

^/V-T $y (33. 8ml) (Dr h y t Kp ^7 V (250ml) ^{C, ^jfi 
t'ter t-yWon^f/V^y (33. 5g) ^(D^^— gfe 

^7A^n-7h^77^H:tt®L (^ty:S|[xf/V=l5 : 1) % g 
W«J (3 8. 2g) M^atit 

'H-NMR (CDC1 3 ) 5 0.08 (6H, s), 0.91 (9H, s), 2.26 (3H, s), 4.51 (2H, s), 
6.31 (1H, d), 7.22 (1H, d) . 

14 5 

tert-^;V{[5- (5, 5 - v 5 ^ 1 , 3, 2 -VOr^iS V -fls 

— 2 — T -2-^f^-3-7H/U] h^riX} ^f^>?y 



2, 2, 6, 6-rh7^fM'^y^ (2 7. 9ml) Orb7t Ko7 
7^ (15 0ml) *gf£K: % 7k^T-Cl. 6m&n --^9-/^1) Kto^*-*^ 
Wfc (10 0ml) ^iTU 1 0^i# U: 0 M^-78lCl:^ 

ufc^, y-r yyn tvu (4 o. 2 g ) *5j;tft e r t -^9-^ 

9jV) [ (2-^f/l/-3-7y;>) ^ h^>] (2 4. 2g)^Mfc 0 

r *l£ - 7 8 °CT- 2 R#Mi*# bfc^, 4 B#F*1/WT#* K:£iB.l£#i& U ^jfi-C 
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g ) (d h/^> (200ml ) mmz^T—m.m.wisti 0 ^m^xm^i^. 

Xmm\^ : ftj»xf/l/=3 0 : 1^9 : l) % @fft4£> (12. 9 g) 

1 H-NMR (CDC1 3 ) 5 0.07 (6H, s), 0.90 (9H, s), 1.01 (6H, s), 2.31 (3H, s), 
3.74 (4H, s), 4.50 (2H, s), 6.91 (1H, s). 

###J 14 6 

[5- (4-p< Y^r^yy =c=^fV) -2-*=5->V-2,--7 ]) ;V\ *?J—)\, 



tert-^f;K [5- (5, 3, 

-2-^f/l/-3-7!JM h=^>} ifff-tVi/?^ (4. 06 
g ) <Dhy^^-7K^^ (3 0ml -3 0ml) iC^jfflH" h y J* (2. 5 
4g) , 4-7n^7=y- ;W (1. 8ml) %*Px. % SJE&&3&«r£#tS8lL£: 
7h7^ (MJ7i=^^7^y) s<?WJ» (0. 7 0g) SrJOx. 

^TKWESK^^^A-eft*, »«*»JES4Utj|li!R«)*#fc. 
->yA^7A^P7h^77>f- (^^-^>- : g^3L^vi^=4 0 : 1 fab 1 
0:1) IdilU Jft^*Sr»fc. ^fc^h^fc KD77y (2 0ml) K&fl? 
£-B\-r h7-n-7'Wy ; e^^7P!j K(lMf h^t Kn77* 

1 5mi) ^iru ^a-e 1 B#w^bfco mm^^xmwk, mwrn**. 

10 : lfabl : 1) -?tt$SU iWi (0. 7 8g) £ LT^*:. HA 
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62-64°C ; l H-NMR (CDC1 3 ) 6 2.34 (3H, s), 3.82 (3H, s), 4.49 (2H, s), 6.49 
(1H, s), 6.90 (2H, d), 7.55 (2H, d). 

14 6 ( 1 ) ~###J 14 6 (4 ) 
5 #%^14 5-C#fcter t-^W { [5- (5, 1, 3, 2 

/^7ytmt57y-/WN7^ kj: «9 . i 4 6 iz^-tjjmt mmiz L 

10 14 6 ( 1 ) 

[5- (3-7/^o7x-^) -2-^f/V-3-7!J;U] ^ / — A- 

F 

AWIfe ; 1 H-NMR (CDC1 3 ) 5 2. 36 (3H, s) , 4. 50 (2H, s) , 6. 65 (1H, s) , 6. 85-6. 96 
(1H, m), 7.25-7.40 (3H, m). 

15 

###J1 4 6(2) 

{2-^^-5- [2- (h^7^n^f/U) -3-7jj/l/} ^ 

PF 3 

/==\ 0 ^- Me 

20 flMftfe ; 1 H-NMR (CDC1 3 ) 6 2.37 (3H, s), 4.52 (2H, s), 6.69 (1H, s), 7.34-7.39 

(1H, m), 7.51-7.56 (1H, m), 7.70-7.73 (2H, m). 

4 6 (3) 

(2-^^-5-7i=^-3-7!j/l/) >V 
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OH 



mWVO ; 1 H-NMR (CDC1 3 ) 8 2. 35 (3H, s), 4. 49 (2H, s), 6. 61 (1H, s), 7. 18-7. 24 
(1H, m), 7.31-7.37 (2H, m), 7.60 (2H, d). 

4 6 (4) 



fi&&79-80°C ; 'H-NMR (CDC1 3 ) 8 2.34 (6H, s), 4.49 (2H, s), 6.55 (1H, s), 
7.14 (2H, dd), 7.49 (2H, dd). 

14 7 

2- [ (3-^ =.=->V) *J-Jr\ - 2 ^vl^/n ^^m^jV 

MeO^.* CQ>Et 



3-* h3->-0-t?>-«— #Mf#]9 8l^t^i:»LT, gift 

ffttt'fe ; 1 H-NMR (CDCI3) 6 1.21 (3H, t), 1.49 (6H, s), 3.78 (3H, s), 4.11 
(2H, q), 6.88-6.91 (1H, m), 7.00-7.05 (2H, in), 7.18-7.25 (1H, ra). 

###1J 14 8 

2- [ (3-t Kndr»>7x-/>) ^] ;U^nt't>^ : f^ 



1 4 7 T*#fc 2 - [ (3-^ Y$r^7 iL=.';V) ^1 -2->^Df 
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1 H-NMR (CDC1 3 ) 5 1.21 (3H, t), 1.49 (6H, s), 4.12 (2H, q), 5.87 (1H, s), 
6.81-6.85 (1H, m), 6.95-7.02 (2H, m) , 7.13-7.18 (1H, m). 

###J 14 9 

4- [ (3- { 5 - [4- (M)7;l/tn^f/V) 7 ^=-;V~\ -3 

-7y/W t°ci/nv^/v) r^y] - 3-^-^y^^>-^ji^/u 



3- {2-^^-5- [4- (MJ7/^D^f;l/) 7x^/U] -3-7U/I/} 
/ot^^l (0. 8 0g) <DT±h^h])^mm (2 0ml) (CtK^TT' h V 
^W^y (0. 2 3ml) , j&fcfcV^n^yu (0. 2 1g) £MTLfc 0 3 

oftmw&, 4-T^/-3-^yy f ^>m^^mmm. (o. 3 3 g ) , h 

\) 3L^)VT % ^ ( 0 . 2 3ml) SrJIgto&nfc, S?fiT* 1 . 5 Lfc 0 ftEfc 

(^deih^ : @^^^=3 : i^fei : 1) tilt, (0. 4 1 

g) ^r B i:bT#/Co 

§L&131-133°C ; 'H-NMR (CDC1 3 ) 5 1.26 (3H, t), 2.31 (3H, s), 2.48 (2H, 
t), 2.73 (2H, t), 3.47 (2H, s), 4.18 (2H, q), 4.26 (2H, d), 6.15 (1H, s), 
6.58 (1H, s), 7.57 (2H, d), 7.66 (2H, d). 

#%#J 14 9 ( 1 ) , #3§"0iJ 14 9(2) 

3- {2-^^-5- [4- (MJ7/^n>f;l.) y )V\ -3-7V/1'} 
yat'sj-^mtttlfc-rZlr h7^^«3, ###J 1 4 9 ^ ID^C b 




Me 



O 



#%#J 14 9 ( 1 ) 
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4- [ (3- {2-^^/1—5- [4- ( h V ~7)Vjrxi ff-)V) 7 zlzzju] -3 




,CQ,Et 

O Me 

S4^133-136°C ; 1 H-NMR (CDC1 3 ) 5 1.24 (3H, t), 1.34 (3H, d), 2.30 (3H, 
s); 2.44 (2H, t), 2.72 (2H, t), 3.50 (2H, s), 4. 15 (2H, q), 4.68 (1H, quintet), 
6.17 (1H, d), 6.57 (1H, s), 7.57 (2H, d), 7.66 (2H, d) . 



m^mi 4 9(2) 

5-^^/1—4- [ (3- {2-^5fvU-5- [4- (by 7^tn^f;l.) 7 

mWiVo ; 1 H-NMR (CDClj ) 8 0. 72 (3H, d), 0. 92 (3H, d), 1. 24 (3H, t), 2. 17-2. 27 
(1H, m), 2.31 (3H, s), 2.49 (2H, t), 2.74 (2H, t), 3.50 (2H, s), 4.16 (2H, 
q), 4.73 (1H, dd), 6.10 (1H, d), 6.60 (1H, s), 7.57 (2H, d), 7.67 (2H, d). 




#%#J 15 0 

4- {2-^^vV-5- [4- ( h V y^jru?. ^jV) -7 3L=.;V\ -3-7VM 



Me 



4- {2-^^-5- [4- (M)7;^nyf/u) ~7 -3-70/u} 
- 1 -79 S—A> (1 . 1 8 g) <Di>? PP^VM (2 0ml) (C h V ^ 

^r^y (2. 2imi) zimz.. ^Tx^mtm.n^'j (2. 53 

g) <D^^*/U*=Jf->K2« (2 0ml) fc^D*. Sffl-e3 0^!l«iLfc, 
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*»^*'>*A-Cft*, ^S:«JE©*L-Cift*ft<»lSr^ 0 Ctu£r t e r t 
-~?9J — (3 2ml) fc*g:#$1i\ tK (8ml) . U 2 tMSI ^ h U !7 A 
(0. 7 2g) . 2-^^-2-^7^ (2. 1ml) SrADx., ftt&tcffilg^ 

m&^mjpa (o. 54 g ) ^apx., ifltinimjitfLfc, mm^^x^m 

-f — (^3MM' : mm^^= 5 : 1j&>&2 : 1, 1:1) Titt^U S lft#J (0. 
3 6 g) «rtt^4b^ Ltffc, 

'H-NMR (CDC1 3 ) 6 1.87-1.94 (2H, m), 2.29 (3H, s) , 2.38 (2H, t), 2.43 (2H, 
t), 6.57 (1H, s), 7.57 (2H, d), 7.66 (2H, d). 

1 5 1 

4- [ (4- {2-^/1—5- [4- (h!)7^to^f;V) 7 ^ =-JV\ -3 



##Wl5 0t#fc4- {2-^^-5- [4- (hy7^n^^) ^ 

7^77^ ; 'H-NMR (CDCI3) 6 1.27 (3H, t), 1.38 (3H, d), 1.85-1.94 (2H, 
m), 2.24 (2H, t), 2.29 (3H, s), 2.41 (2H, d) , 3.55 (2H, s), 4.19 (2H, q), 
4.70 (1H, quintet), 6.17 (1H, d), 6.58 (1H, s), 7.57 (2H, d), 7.67 (2H, 
d). 

#%0iJ 1 5 2 

2-^^-5- [4- (MJ7/l^tn^f^) yaL=.jV] - (h 




• 
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Me 

"Me 



2-^/U-5- [4- (F!)7/^n^f/V) -3-7n^f/l/ 
(4. 8 6 g) <D=r h7t Ko77y-^^/-;V (5 Om 1 -5 Om 1 ) m& 

femz i mj&kmt-r h v v a ( 2 6 m 1 ) zimz., 6 0 °c-e 4 b#to# l/^ 

S:rF7tKD77y (100ml) 4-^f;W75 7 fpv?y 

(0. 2 1 g) % l-^^yV-3- O-^^T^/T'Dt^) TJ/l^v^f 

$K«iSifeitt(4. 92 g ) , 2- (hy^f/^U/i') i^y-/v (2. 95 
10 ml) &mzjjaz_ s SWJWbfc. S^xf/W-ctM, #»S*tK, £S 

0:lKlO:l)-e»lU Ifiijil (4. 5 2 g ) £r&£| t LT#fc D 
S4/£80-81°C ; 1 H-NMR (CDC1 3 ) 6 0.086 (9H, s), 1.07-1.16 (2H, ra), 2.67 (3H, 
15 s), 4.31-4.40 (2H, m), 6.99 (1H, s), 7.62 (2H, d), 7.72 (2H, d). 

###J 15 3 

2—*^A — 2- (4 -*J-;\s-7^y df-vO 7°n k'^y^xf /l/ 



Wf£> ; 1 H-NMR (CDC1 3 ) 6 1.25 (3H, t), 1.56 (6H, s), 2.27 (3H, s), 4.23 
(2H, q), 6.73 (2H, d), 7.01 (2H, d). 




20 



###»J 15 4 

25 2 - [4— (^n^fvi^) 7i7^->] - 2 - ^ f ;U7°n t^y^xf yu 
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0^/C0 2 Et 



Me 



2—*7-A'—2- (4 -*^>V7^J ynt^yixf/V (8. 8 9g) 

(Dftixf/V^tdOOml) K2, 2' -T*S\f* M y h- h V M 

(0. 3 3g) |:N-^n^^^WU*(7. 12g) » 
SEfcUfc„ ^«r^OT*U ^^-^VC^o *mo& J £7'( h*>iSU — 
-y-^-egfe^o 6^5rMiEteb, g#J4£> (12. 1 3 g) &m$:fo£ bT#fc 0 
ffi^^l'H-NMR (CDC1 3 ) 5 1.23 (3H, t), 1.60 (6H, s), 4.22 (2H, q), 4.46 
(2H, s), 6.78 (2H, d), 7.26 (2H, d). 

&**m 15 5 

[4- (2-^1 h=¥->- 1, l -^^/u- 2 -^-^y^c hdr-» ^C^/V] (h 



2- [4- (^P^^f/V) y^ydrv-] \f^Wt^J^ (1 

2. 1 3 g) (D Y/V^ls&WL (10 0ml) |Ch!J 7 *.=.;V~fc7.7 j is (10. 

5g) stjub^., -m, Dummm\,ti 0 mm^m&^vtc^ mmiz^y?* 

x/i^P^T^JMb;*-^ h/v^^Tifc^U (17. 3 7g) 

S4^185-186°C ; 1 H-NMR (CDC1 3 ) 6 1.07 (3H, t), 1. 48 (6H, s), 4.10 (2H, 
q), 5.10 (2H, d), 6.62 (2H, d), 6.85 (2H, dd), 7.60-7.76 (12H; m), 7.87-7.92 
(3H, m). 




###J 15 6 

3- {2-^^-5- [4- (MJ7;l/tn^f;u) 7x^/>] -3-7U/P} 
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O 



o 




2 -^*f-jV— 5 - [4- (M)7/Vto^f^) - 3-7d|? (l 

3. Og) ©Th7tKD77V (15 0ml) »1, 1 ' ;W 
JV (8. 2g) StM-CJOx., *©**2^|HM*#Lfc. ICS^I 
(C-^n^^e/rc^/Voi^x/^y^ y (8. 6g) SSitWft^^^ 

(2. 4 g ) £^&t*ad*.> 6 o'C-e— efeJt#Lfc 0 s&ae&jjc-cj&jfcu 
g^^^-c*2iHittfflUfc 0 h y 7at« mm* 

mi-x : mm^^= 15 : 1^6 : d , nm® (13. 3 g ) 

1 H-NMR (CDCI3) 5 1.26-1.36 (6H, m), 3.05 (0. 4H, q), 3.11 (1. 6H ( q), 3.79 
(1. 6H, s), 4.23 (2H, q), 5.34 (0. 2H, s), 6.81 (0. 2H, s), 6.95 (0.8H, s), 
7.62 (0.4H, d), 7.64 (1. 6H, d), 7.72 (0. 4H, d), 7.74 (1. 6H, d). 

###J 15 7 

3- { [t e r t-zf^/\s (i/J^/U) is}) JV\ -1- 

5- [4- (hy7;i/tP^f/V) -7^~>V\ -3-^yyW zfvs^- l 



0-\^CH 3 

TK^ky ^VJ^T/U^^VJ* (l . l g) «r h7tKn77^(lOOml) 
iitC, 7k#T\ 3- {2-^/^-5- [4- (M)7^p^fyv) 7i 
=• As] -3-^yyah°^-^m^^ (7. 13g) ©f^7 

tKo7 7 7 (5 0ml) »«TL, O^lBSIBMt^Uto 
tt, * (1ml) , 1 5%7K@KW- h y ^7AtK^ (1ml), 7K (2. 5m 



OH 
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±.~Q%tz.m®MO. 4-N, N-^W^;t°!l^y (0. 25g) , h V ac 
^/VT ^ V ( 3 . 4ml) <£>"r h7tKP77> (100ml) gfit* 
t e r t-yWPP'^fW^ (3. Og) StAD*.. fft}f# 

^ -vim. mm l fc„ # e>*Lfcfi£j»» * y * y 5 
nmm (4. 4 4 g ) ^m^t\,xmtc 0 

1 H-NMR (CDClj) 6 0.11 (6H, s), 0.93 (9H, s), 1.29 (3H, t), 1.76-1.86 (1H, 
m), 1.98-2.12 (1H, m), 2.74 (2H, q), 3.44 (1H, d), 3.80-3.96 (2H, m), 
4.89-4.96 (1H, m), 6.77 (1H, s), 7.59 (2H, d), 7.70 (2H, d). 

###J 15 8 

tert-/f/M3- {2-^^/P-5- [4- (Ml7^tn^^) 7^ 
-3-7DM -3-7< h^v^PJtf^rv') v^^/Vv'^ 



— 0-\^CH 3 

3- { [t e r t-^/V (v^^vV) *-*r'» -1- { 2 -ai^vl/ 

-5- [4- (MJ7yVtn^f;U) 7x- ;V\ -3-7VM 1 - 

(1. 3 1g)&l, (4 Om 1 ) (C^U ^fi 

X6 0%7K^b-7- h y ^A«^7 7^y» (0. 15g) fc^Pxl, -t© 

sso. 5mmm,w\^fc 0 m&m\z.aMt*i-jv (o. 5 7m n z^uxto*.. 



OMe 
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k^MT^ : mm^/^= 15:1), (0. 8 7 g) £JtM#&£ bt# 

fee 

'H-NMR (CDC1 3 ) 5 0.04 (3H, s), 0.06 (3H, s), 0.90 (9H, s), 1.29 (3H, t), 
1.74-1.83 (1H, m), 2.01-2.12 (1H, ra), 2.72 (2H, dq), 3.21 (3H, s), 3.54-3.61 
(1H, m), 3.71-3.78 (1H, m), 4.33 (1H, dd), 6.66 (1H, s), 7.59 (2H, d), 7.70 
(2H, d). 

###J 15 9 

3- {2—^/^-5- [4- (h!i7^tn^f/u) 7 

h^^-i-/o^y-^ 



tert-7"f/M3- { 2 -3^vl'- 5 — [4- ( MJ 7;Vtn>f />) 7x 
=-;V\ -3-7VM -3-t< h^v-^nTK^rv-) ^^^/W>7> (0. 8 6 g) 
(Dt~ b7fc Ka^^g^ (5ml) Cr 1-7-11-7*^7^^7^70 y 

K (lM7f>7tKn77 >m&. 3ml) $r^T U 1 0mmW bfc„ 

7 7^- (^3r1^ : 1H»3C^-/U= 5 : lfrbl : 1) -C*ftKU BW* (O. 
5 4 g) Srift^i: bT^fc. 

' H-NMR (CDC1 3 ) 5 1.29 (3H, t), 1.79-1.91 (1H, m), 2.07-2.22 (1H, m), 2.46 
(1H, br), 2.73 (2H, q), 3.24 (3H, s), 3.79-3.81 (2H, m), 4.39 (1H, dd), 
6.70 (1H, s), 7.60 (2H, d), 7.72 (2H, d). 




OMe 



###y 16 0 

i? (4-t Kn^r->7x^) *?*JV7 ^ K 
ho. ^ ^ OH 
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4-tFP^t7i;-;l/ (5g) &T±h^ (5 0ml) U:iga>U 5)3^ 
i (II) HtK^d^i (i. 9g) SI&T'3 0^FWtfc o «EjK*r®* 

u fta^^vi^aq*., ***«r*>*ufc. zmo&m&mi:. mm^^v^y 

;^7^^o^h^77>f>- (g^^5*vW : — ^V) TifMU (3. 
7g) m^7 7 ^i LT#fc 0 

1 H-NMR (CDC1 3 ) 6 4.98 (2H, s), 6.75 (4H, d), 7.35 (4H, d). 
###J 16 1 

iP (4- (1- h^v^TJ/W/K^W) - 1 h^rvO ^-/V) s?* 
A-:7^ K 




^ (4-fc Kn^rv^^-yW) ^71/7^ K (3. 7g) % 2-7v*4 
Jc^/U (6. 5ml) , M^y-?A (12. 2g) £N, N-^^f-z^A 
75 K (5 0ml) 4>5 0t:, — BfcAPgVLTcio 2 -^n^-f ypg^rc^/u (3m 

1) £i&&nu $b{c-^D^bfc 0 7K^^a#\ mm^^mmvtco mm 

*sv t>?>v-*}^K?w ytr^7 4— (mm^^:^^» -cit^u gift 
^ (4. 4 g ) zmwmt vxmtco 

1 H-NMR (CDCI3) 8 1.23 (6H, t), 1.59 (12H, s), 4.22 (4H, q) , 6.75 (4H, d), 
7.33 (4H, d). 

16 2 

N— -N-^^/l^!) ^^^vI^l^-tvu 




3-fc Kn^r^-O'XTy^k K (2. 5 g) , N-^f/>t^3«>y^f/ux 
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XT/Ulffim (2. 9g) x hV 3i^T$> (3. 5ml) % hlT^h*^ 
TKSUfcli 0Mi~ h y -7A (8. 7g) Sri, 2-v ? ^ua^^^ (10 0ml) 

^£©*U Sftfe (4. 3g) ^MtLt#fc e 

1 H-NMR (CDC1 3 ) 8 2.39 (3H, s), 3.27 (2H, s), 3.62 (2H, s), 3.71 (3H, s), 
6.72-6.77 (1H, ra), 6.84-6.87 (2H, m) , 7.14-7.22 (1H, m). 

###J 16 3 

3' - ('O'-^/W^v') -1, 1' - V'y^^/V- 3 -TJyl^V^c^vV- 



3--7*o^-^S#^^^(0. 5 gK 3-^<>'> ? /^^-v'^'rc^Ki5^(0. 
5g) , lMftBfc&y *-Mc*tt (6ml) , y—/V (6ml) £ YjV^ 
(5 0ml) \ZM^ 7/Vd>#lMT, MT?3 O^Witi^UfCo Th7^ 
hy7x=;^7-f^7v J, 7^ (8 0mg) Sr*P^. % 4B#ra»SfeL;fc.o mm 

■C»«U SWft (0. 6 5g) ^^atifc. 

'H-NMR (CDCI3 ) 6 1.41 (3H, t), 4.40 (2H, q), 5.13 (2H, s), 6.97-7.01 (1H, 
m), 7.20-7.25 (1H, m), 7.33-7.51 (1H, m), 7.73-7.77 (1H, m), 8.00-8.03 (1H, 
m), 8.25-8.26 (1H, m). 




16 4 

3' -tKo^-1, 1* -\?Z7^~ /V-Z-^jV^^^zc^-j^ 
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3' - [f<lsi? -1,1' -\?y =c—;V-3-Jjj\sjHl/^^=5-;V (0. 
6 5g) >V (50ml) W&&»U 10°/o^7^^A-^ (50% 

#zk, o. lg) *^x-mmmjt^ Q mm&z&u zmnmmz'gis 
u (o. 4 g ) zmwtotvxmco 

'H-NMR (CDC1 3 ) 6 1.42 (3H, t), 4.41 (2H, q), 5.00 (1H, br), 6.85 (1H, dd), 
7.09-7.11 (1H, m), 7.17-7.22 (1H, m), 7.30-7.38 (lH.ra), 7.46-7.54 (1H, m), 
7.73-7.79 (1H, m), 8.00-8.06 (1H, m), 8.25-8.26 (1H, ra). 

16 5 

[3' - Ky^t^v/) -1, i' -k^oi^/w- 3 — %m*^-^ 



PhCHjO 




m-t Kndf-^^^— /vgf^^/w (1. 7g) , hi) ^jVT%^ (2. 9 m 
1) fcv^nn^^ (5 0ml) &d*g^U 7k#T\ h V ^^ut ? 
^^MtK^i (1. 8ml) «:lTLfc 0 1 5^fWU fcfcWi%:*.mk, 

mm^^vtio mm^m^h^^ (5 0mD \z.m&u 3 

/V**^7^^M%?m (0. 5g) \ IM^^D^^tK^ (6ml) , ^ 
(6ml) T/U^>#H^T, S^T'3 O^Jf^LfCo 

h y ^-/b*;*^ (1 0 Omg) ^Px,-^Jl^Lfc 0 

/iV^*-^) -e*jf^U (0. 6 9g) Srfli^i LT#fc. 

1 H-NMR (CDCI3 ) 6 3.67-3.71 (5H, m), 5.12 (2H, s), 6.94-6.98 (1H, m), 

7.16-7.49 (12H, ra). 
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#%#| 16 6 



3' - -l, i* -\fy^=-/v- 3 — tim**rj\, (0. 

6 9 g ) Sr^* y — /V (50ml) , K^^/U (10ml) KJgjft* U 10 % 

^7v?^-ii (so o . 8 g ) zm^xe m$mm% u/c 0 mm 

(gtm^^/^^f-^^) "CttfiiU g#J^ (0. 2 7 g) £Jfc:|#t&fc LT^fc. 
1 H-NMR (CDClj) 8 3.69-3.71 (5H, m), 4.81 (1H, s), 6.81 (1H, d), 7.04 (1H, 
s), 7.15 (1H, d), 7.25-7.32 (2H, m), 7.35-7.41 (1H, m), 7.45-7.48 (2H, m). 

16 7 



4-=hP^;v7'P ?K(i. 8 g ), 2-^/v^7 p h-r yiS^^/v (1. 

1 6 g) , mWW })<?J» (2. 4 g) ^DMF (10ml) *K 
a^*^*A"T?*a»Lfc. »i«&e*U (2. 2g) 

'H-NMR (CDC1 3 ) 6 1.54 (6H, s), 3.63 (3H, s), 3.90 (2H, s), 7.48 (2H, d), 
8. 15 (2H, d). 





16 8 

2- [ (4-7$;^^) ^] 
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Me Me 



2-^^-2- [ 7*1 T'oWy^f/l/ (2. 2 

g) , m^m (2. 3 g ) (somi) m-c— ifea#ufc. 
mm a. 4 g ) ^iiij^atifc, 

1 H-NMR (CDC1 3 ) 5 1.53 (6H, s), 3.63 (2H, br), 3.67 (3H, s), 3.73 (2H, s), 
6.60 (2H, d), 7.07 (2H, d). 



mmmi 

[ (3- { [5- (4-7;^n7x^) -2-^f;i/-3-7n^^] 7^7} -O' 

7*1 mm 




COOH 



5- (4-7/Vtn7x=/V) -N- [3- (t Kn^f-^^f/U) ^^^/W] -2- 
^fyW3-77^;W^K (0. 26g) , h ]) ^7;^T ^ 1/ (0. 3 3 
m 1 ) <D7 h7t Ko77y (1 0ml) igf&tC, ^jfiT'^ * o 

y k (6 8 m d £«tu *r<a*£o. 5^ra«£^L3t 0 mhtitc.m^mz.7 

t/y3-/H!fi^ (0. 10ml) & N ^Sfc-CADxi, UfeJ*#L 

#fc e ^btltimft**? (3ml) ifh7t KP77^ (5ml) {CI 

*Stt>U 1 «^7kiWk^ h y AtK^ ( 1 . 6ml) «r*Dx., SEMT?— Sfejf # 
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-e 2 intern Lfco m&timmm&te&mstt-hv tJ*x-$tm. mm^ms.m^ 

tz. 0 '&btitm±f&M&^*-y->£'9&gk<t^X, (0. 1 1 g) 

M^198-199°C; 'H-NMR (CDC1 3 -CD 3 0D) 8 2.70 (3H, s), 3.11 (2H, s), 3.85 
(2H, s), 7.06-7.14 (4H, ra), 7.29 (1H, t), 7.61-7.70 (4H, m), 8.88 (1H, s). 

mmmi (D (5) 

17(1) 17(5) x~mc4b&v>>£ r> , m»j 1 td^-r^-^ 

UttMi (1) 

[ (3- { [5- (4-7^to7x-;V) -2-^^/V-3-^n-C/i^] (;*^A-) T 



it&155-156°C; 1 H-NMR (CDC1 3 ) 5 2.49 (3H, s), 2.81 (2H, s), 3.45 (3H, s), 
3.78 (2H, s), 5.68 (1H, s), 6.97 (2H, t), 7.12-7.15 (2H, m) , 7.22-7.39 (4H, 
m). 

mmmi (2) 

[ (3- { [5- (4-7/M-n^^^/U) -2-^f/W3-70^^] (zfv fcVu) 



Me 

g*,ftl40-141°C; 'H-NMR (CDCI3) 5 0.94 (3H, t), 1.55-1.74 (2H, m), 2.49 (3H, 
s), 2.78 (2H, s), 3.78 (2H, s), 3.83 (2H, t), 5.63 (1H, s), 6.96 (2H, t), 
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7.10-7.25 (2H, m), 7.23-7.39 (4H, m). 



MteMi (3) 

[ (3- { [5- -2-^f;V-3-7n^ ,V\ 

5 T^y] mm 




COOH 



Me 



E>^94-96 0 C; l H~NMR (CDC1 3 ) 5 0.86 (3H, t), 1.25-1.34 (10H, m), 1.56-1.65 
(2H, m), 2.48 (3H, s), 2.78 (2H, s), 3.77 (2H, s), 3.84 (2H, t), 5.62 (1H, 
s), 6.96 (2H, t), 7.08-7.13 (2H, m), 7.23-7.36 (4H, m). 

10 

mmmi u) 

[ (3- {^VvvW [5- (4-7/^n7i=/V) -2-^f;W3-7n^/V] 7^ 

/} ^i/^/v) 7*1 mm 




15 mW®); 1 H-NMR (CD 3 0D) 5 2.53 (3H, s), 2.69 (2H, s), 3.69 (2H, s), 5.08 

(2H, s), 5.63 (1H, s), 6.91-7.03 (4H, m), 7.17-7.31 (9H, m). 

mmmi (5) 

{ [3- ( { 2-* [4- ( h l) -7JV^rvi^^-;V) -7^~;V] 

20 7^/) ^y-^] ^ar\ mm 
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S XQ 2 H 



Ii,&188-189 0 C; 1 H-NMR (CDC1 3 ) 5 2.72 (3H, s), 3.10 (2H, s), 3.85 (2H, s), 
7. 08-7. 18 (2H, ra) , 7. 26-7. 34 (1H, m) , 7. 59-7, 70 (3H, m) , 7. 77 (2H, d) , 8. 42 
(1H, s). 

mm 2 

{ [3- ( { 2-xf;W5- [4- ( h V ~7 frUm ~7 

mm 



[ o-r^^/v) fflgt=.7/\" (o. 4 i g) &7kiz.mfo 

2-if/W5- [4- (MJ7;i/tOf/W) -3-77^/^9 
(0. 4 5 g) iN, N-^fvMvW*TS K (If®) h7t Ko77^(l 
0ml) mm\Z. Wto**WAs (0. 2 8ml) Srtat'«Tt, 0. 5B#fHJ 

±t#fc [ ^] ^^^^^tK^-t-M) 7^ (0. 

2 7g) ^ff7tKD77^ (2 0ml) U _bT'#fc^^ n <J K2r 

Th7tKD77>' (10ml) Kil|Lfct«)S:Sflt?iTU Bfe 

lv »J«E«:»BE«*U-C, mW®)&mc 0 nbtltcmW&O*** (5ml) 
ir h7t Ko7?y (5ml) (I^L, 1 *«7KIMk^ h V !7 A 7 Jc^ (3 
ml) IST'-WUfco S«?*KSrfll«lx 7K-e#r^L, HrtiBStVBU& 



W/^bA h 

CH2CH3 




COOH 
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^^r^^J:f9^ B B B ^bT, g^i (0. 6 2g) 3:*N&£L"C»fc 0 
H&199-200°C; 1 H-NMR (CDC1 3 -DMSO-de ) 6 1.36 (3H, t), 3.10 (2H, s), 3.16 
(2H, q), 3.85 (2H, s), 7.10 (1H, d), 7.15 (1H, s), 7.29 (1H, t), 7.58 (1H, 
s), 7.64 (2H, d), 7.67 (1H, d), 7.77 (2H, d), 8.33 (1H, s). 

mmm2 (i) ^mmw2 (5) 
mum 2 (i) 

{ [3- ( {2--fy^nt>-5- [4- (h!J7/Vtn^f/l/) -3- 



®L6l73-174°C; 1 H-NMR (CDC1 3 -DMSO-de ) 6 1.38 (6H, d), 3.10 (2H, s), 3.85 

(2H, s), 3.89-3.98 (1H, m), 7.10 (1H, d), 7.11 (1H, s), 7.29 (1H, t), 7.58 
(1H, s), 7.64 (2H, d), 7.67 (1H, d), 7.76 (2H, d), 8.26 (1H, s). 

mm 2 (2) 

{ [3- ( { 2-yf/W5- [4- ( h V 7x=/l/] 

7^y) sovjv] ^} mm 
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jgL&195-196 0 C ; 1 H-NMR (CDC1 3 -DMSO-dg ) 6 0.96 (3H, t), 1.38-1.50 (2H, m), 
1.72-1.82 (2H, ra), 3.10 (2H, s), 3.14 (2H, t), 3.85 (2H, s), 7.09-7.17 (2H, 
m), 7.29 (1H, t), 7.56 (1H, s), 7.64 (2H, d) , 7.67 (1H, d), 7.76 (2H, d), 
8.31 (1H, s). 

mmm2 o) 

[ (3- { [5- (4-^dd7i^) -2-7v-</U] T^y} ^^-] 

mm 



c, <k/b jCl 



S^COOH 



®Lkl73-174°C; 'H-NMR (CDC1 3 -DMS0-d 6 ) 6 3. 11 (2H, s), 3.86 (2H, s), 6.79 
(1H, d), 7.12 (1H, d), 7.29-7.34 (2H, m), 7.42 (2H, d), 7.61 (1H, t), 7.73-7.78 
(3H, m), 8.65 (1H, s). 

( {3- [ (3- {2-^^-5- [4- (MJ7/^n^^) 7i=/H -3- 
7y/W -?xi\?jr=z.)V) 7^7] ^is^M ^Jr) tim 

'H-NMR (CDCI3) 8 2.33 (3H, s), 2.59 (2H, t), 2.80 (2H, t), 3.07 (2H, s), 
3.80 (2H, s), 6.65 (1H, s), 7.04 (1H, d), 7.24 (1H, t), 7.46 (1H, s), 7.56 
(3H, m), 7.67 (2H, d), 8.57 (1H, br s). 




mmM2 (5) 

( {3- [ (3- {2-^/1^-5- [4- (h!J7;vtn^f/V) 7 -3-7 

DM 7nk'^) r^y] ^<i/i?M mm 
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COOH 



H 

CH 3 



filS^il37-138 , C; 'H-NMR (CDC1 3 -DMS0-d 5 ) 5 0.93 (3H, t), 1.32-1.42 (2H, m), 

1.59-1.69 (2H, m), 2.59 (2H, t), 2.66 (2H, t) , 2.81 (2H, t), 3.07 (2H, s), 

3.80 (2H, s), 6.65 (1H, s), 7.04 (2H, d), 7.24 (1H, t), 7.44 (1H, s), 7.56 
(3H, d), 7.66 (2H, d), 8.39 (1H, s). 

t-x-i mm 



i (3-7^^-^) *f-Jr\ mk=.?-fr - msm (o. 21 g ) , 5-^ 

~/V-2- ( h V 7/\s*u *=3-/V) -3-77>*^^ (0. 2 1g) ^Bit^h 
y if^7 $ y (0. 2 8ml) 3rx h7t Kn77> (10ml) £N, N- 
f/U*;VA7 5 K (2ml) *X*fflfr Lfrtf* N ~>T / <9 A^v^^A* ( 0 . 
14ml) ftiltirFU *©**-Bfe8tt*US:„ RrtJttSrjRibtc*-^ I> y * 

j»jmm\z.®.g. wm^^ 2 mam s&fc^i££s*M^f>y ? 

^77^- {CiiL (^-^^ : i»3i^-/W= 3 : : 1) , »^Sr#fc„ 

mbfrtcmW:®)** * /Si- (3ml) trh7t KP77^ (3ml) fCigtt* 

u i^tkk^ h y v&imm dmi) ^d^l, ast^-wiWLfc. s 

mg) LT^fCo 
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gt&178-182°C; 1 H-NMR (CDC1 3 -DMSO-dg ) 6 3.10 (2H, s), 3.85 (2H, s), 7.12 

(1H, d), 7.21 (1H, s), 7.30 (1H, t), 7.39-7.51 (3H, ra), 7.67-7.77 (4H, m), 
9.50 (1H, s). 



5 mMM4 

( {3- [ (3- {2-^^-/V-5- [4- (MJ7^tn^f;U) 7 =c =.;l>~\ -3-7 

c (3-7^^^) ^ar\ mm^^-mmm. (o. 2o g ) % 3- {2- 

10 ^n^vl^-5-[4-( h V 7 )VJru ;V\-3~7 V /^}7°U t°^-^^(0. 

2 4g), 1-b Kn^^yy MJ7/- jvijtfm (0. I4g) fcJ;t;h!Jx 

(0. 16ml) SrN, N-^^f/VtvW^K (5ml) 
Lfca* P> % 1 -x^;l/- 3 - ( 3 -v^ f/i/7 ^/^n fcVl^) jtAstfitJ 5 K ♦ it®?- 
J£ (0. 18g) *M-C*Bx., Sfem#bfc 0 RjES^RSr^itojc*^ h 

V V At^I, SSfjfl£«:«JEe* Lfc. ft bttfc^^^r^ * / -/v (3ml) t 
Th7kKn77> (3ml) (C^L, 1 m.T&mik*r b V V J^imW. (2 m 
1) ZMtLs ^M.~?— BfeJf#Lfc 0 KJESffiSraim, 7K-e#3RL, 

20 A-CKJft, Lfc. mbfrtM±f&m*i?«( y^u^- 7vu«fc 

9g^tt, gftfe (0. 12g) £*&3fc£ LTftfco 

®fc,&139-141°C; 'H-NMR (CDCl 3 -DMS0-d 6 ) 8 1.26 (3H, t), 2.58 (2H, t), 2.70 
(2H, q), 2.82 (2H, t), 3.07 (2H, s), 3.80 (2H, s), 6.64 (lH,s), 7.07 (1H, 
d), 7.26 (1H, t), 7.41 (1H, s), 7.53 (1H, d), 7.57 (2H, d), 7.68 (2H, d), 
25 7.90 (1H, s). 



Mm 4 (i) % mmm4 (2) 
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RI4 (1) 

( {3- [ ( {2-^^-5- [4- (Mi7/Vto^f/>) y^=->V\ -3-7D/H 

-\ o - Me 



r ^^C0 2 H 
H 

®fe^l73-174°C; 1 H-NMR (CDC1 3 ) 6 2.40 (3H, s), 3.07 (2H, s), 3.49 (2H, s), 
3.80 (2H, s), 6.78 (1H, s), 7.06 (1H, d), 7.24 (1H, t), 7.45 (1H, s), 7.54-7.61 
(3H, ra), 7.71 (2H, d), 8.50 (1H, s). 



mmm4 (2) 

{ [3- ( {2-7*^-5- [4- (hy^/M-n^ h*is) -3-7P^f 

W/V.J H 

°^CH 3 

l!ll^200-202 o C; 'H-NMR (CDC1 3 -DMS0-d 6 ) 6 2.71 (3H, s), 3.10 (2H, s), 3.85 

(2H, s), 7.97-7.10 (1H, m), 7.19-7.31 (4H, m), 7.64-7.72 (4H, m), 8.94 (1H, 
s). 



C (3- { [4- (4-7;l/tD7i^) -2, 5-^f;V-3-7y/P] * h^>} 
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F 




S^COOH 



[4- (4-7/^o7x^) -2, 5 -v*;*^^- 3 -7 ■)/!/] — 
JV (0. 2 9 g) , [ (3-fc Kn^v^O^l/) gflgzc^vi, (0. 3 2 g) 

$o£X£ bV ^/U*^7-f ^ (0. 3 9ml) (Or h 7 t Ko7?y (20ml) 
^i(l7/^/^>tv?xf;KD4 0% h/U^^M (0. 6 8 g) Sr^ifiT? 

V HtfjVjj^J*? p-v bfyyj— t-iiU (^^rf-^ : g^^^= 2 0 : 1^ 
b6:l), nhfrtz.mmfo**? S-fr (3ml) £xh7fc 

Ko77V (3ml) K1*J&» U 1 *^7KiMk^- h U * AtK^ (1. 3ml) 
Srfln*., tfit- 8fe8£#Lfc 0 SJfc?K&»*t> tK-C#5§RU *frtffflfc-?S/£?£&B& 

7>fH:tiSl (^df-ihV : g^^^= 1 : 1 frhW&t^f-A') s (6 
6mg) ^liaTifc, 

1 H-NMR (CDC1 3 ) 6 2.28 (3H, s), 2.33 (3H, s), 3.12 (2H, s), 3.81 (2H, s), 
4.69 (2H, s), 6.79-6.95 (3H, m), 7.03 (2H, t), 7.23 (1H, t) , 7.30 (2H, dd). 

warn 5 ( 1 ) -mmm 5 (12) 
W5 77>//^/-/v m^mx^m ^t57x/-/v (#% 

mmms en 

C (3- { [4- (4-7/^P7x^i/) -2-^ ^/U- 3-7 D yl-] 
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V 

tH 3 




COOH 



flMfcife; 1 H-NMR (CDC1 3 ) 6 1.29 (6H, d), 2.29 (3H, s), 3.04-3.18 (1H, m), 
3.12 (2H, s), 3.81 (2H, s), 4.70 (2H, s), 6.79-6.94 (3H, m), 7.03 (2H, t), 
7.22 (1H, t), 7.31 (2H, dd). 

m&M5 (2) 

C (3- { [2-f^ ~7^=.;V) -5-^fyV-3-7!) 



Wfcfa', 1 H-NMR (CDCI3 ) 5 1.20-1.45 (2H, m), 1.55-1.85 (8H, m), 2.28 (3H, 
s), 2.65-2.80 (1H, m), 3.13 (2H, s), 3.81 (2H, s), 4.70 (2H, s), 6.80-6.95 
(3H, m), 7.02 (2H, t), 7.23 (1H, t), 7.31 (2H, dd). 




MMM5 (3) 

[ (3- { [4- (4-7;l/to7i^/U) -5-^^/^-2-7^=/U-3-7 UyP] * 
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1 H-NMR (CDC1 3 ) 5 2.41 (3H, s), 3.14 (2H, s), 3.82 (2H, s), 4.80 
(2H, s), 6.86-6.98 (3H, m), 7.06 (2H, t), 7.22-7.44 (6H, m), 7.66-7.70 (2H, 
m). 

(4) 

[ (3- { [5-7^^/1^-2- (h V -7JV****?-/V) -3-Z7»;U] * h*is} 

f-nr\ mm 




COOH 



J&&M-85X:; 'H-NMR (CDC1 3 ) 6 3.11 (2H, s), 3.84 (2H, s), 5.09 (2H, s), 
6.85 (1H, s), 6.87-6.99 (3H, m), 7.27 (1H, t) , 7.34-7.46 (3H, m), 7.67-7.73 
(2H, m). 

mmm5 (5) 

{ [3- ( {2-^^-/1^-5- [4- ( hV 7;vJrxi*7->v) 7x=^] -3-7!)/u} 

* h*i/) J-*} mm 

^ CH2CH3 

ffl[^93-94 , C; 'H-NMR (CDC1 3 ) 5 1.31 (3H, t), 2.77 (2H, q), 3.12 (2H, s), 

3.83 (2H, s), 4.88 (2H, s), 6.78 (1H, s), 6.86-6.97 (3H, m), 7.25 (1H, t), 
7.59 (2H, d), 7.70 (2H, d). 
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mmm5 (6) 

{ [3- ( { 2— < [4- (hV 7 ^=l;U\ -3- 




XOOH 



S3!^84-85^C; 1 H-NMR (CDC1 3 ) 5 1.34 (6H, d), 3.12 (2H, s), 3.12-3.21 (1H, 
ra) , 3. 83 (2H, s) , 4. 89 (2H, s) , 6. 77 (1H, s) , 6. 88 (1H, dd) , 6. 93-6. 97 (2H, 
in), 7.25 (1H, t), 7.59 (2H, d), 7.70 (2H, d). 



mmms (7) 

{ [3- ( {2-^/1-5- [4- ( h V -7JVjru*?-;V) ~7 -Z-7VM 

^,COOH 

g$^77-78°C; 1 H-NMR (CDC1 3 ) 6 0.94 (3H, t), 1.34-1.46 (2H, m), 1.64-1.74 
(2H, m), 2.73 (2H, t), 3.12 (2H, s), 3.83 (2H, s), 4.87 (2H, s), 6.79 (1H, 
s), 6.87-6.97 (3H, ra), 7.26 (1H, t), 7.59 (2H, d), 7.70 (2H, d). 




mmms (8) 

3- (4- { [5- (4-7/Vto7i^) -2-^^/U-3-y !) /W] * - 




COOH 



lt&123-125°C; 'H-NMR (CDC1 3 ) 6 2.31 (3H, s), 2.37 (3H, s), 2.62 (2H, t), 
2.91 (2H, t), 4.82 (2H, s), 6.58 (1H, s), 6.74-6.80 (2H, m), 7.04 (2H, t), 
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10 



15 



mums o> 

3- [4- ( {2-^^/W5- [4- (MJ7;^n^f;W) y -3-7UM 

,COOH 





CH 3 



O 

-CH 3 

®fe^95-97°C; 1 H-NMR (CDC1 3 ) 6 1.30 (3H, t), 2.31 (3H, s), 2.62 (2H, t), 
2.76 (2H, q), 2.91 (2H, t), 4.84 (2H, s), 6.74-6.79 (3H, m), 7.08 (1H, d), 
7.59 (2H, d), 7.70 (2H, d). 

mmm5 a o) 

3- [4- ( { 2— f y^n tVP-5- [4- ( h ]) y /V^rxi * ^-jV) y zl^jV} -3- 

^COOH 

F 3 C-y^\__ < ^V^O'^^CH3 




H 3 C 

St£l08-109 c C; 'H-NMR (CDC1 3 ) 5 1.33 (6H, d), 2.31 (3H, s), 2.62 (2H, t), 
2.91 (2H, t), 3.10-3.20 (1H, m) , 4.85 (2H, s), 6.74-6.79 (3H, ra), 7.08 (1H, 
d), 7.59 (2H, d), 7.70 (2H, d). 



20 3- [4- ( { 2-7^vv-5- [4- ( h V y/u^-ti ^^-/v) y 3l=.jv\ -3-yVM 

,COOH 

F 3 C-f V7V "OT^ ^CH 3 




CH 3 
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j§k&118-119°C; 1 H-NMR (CDC1 3 ) 5 0.94 (3H, t), 1.36-1.45 (2H, m), 1.63-1.73 
(2H, m), 2.31 (3H, s), 2.62 (2H, t), 2.72 (2H, t), 2.91 (2H, t), 4.83 (2H, 
s), 6.74-6.79 (3H, m), 7.08 (1H, d), 7.59 (2H, d), 7.70 (2H, d). 

mmm 5 (12) 

3- (2-^^/1^-4- { L5-7 a^~;V-1- (MJ7;Vto^f/l') * 



14^151-152^; 1 H-NMR (CDCL, ) 5 2.31 (3H, s), 2.61 (2H, t), 2.90 (2H, t), 
5.05 (2H, s), 6.73-6.82 (3H, m), 7.08 (1H, d), 7.31-7.44 (3H, m), 7.68-7.71 
(2H, m). 

2- [ (3- { [5- (4-7/^B7x^) -2-^^-3-7!;^] * h*ci/} 



[5- {A-y/^viy a^^/V) -2-^/1^3-7!);V] tV (1. 0 5 

gK 2-[(3-t Yv^s^sViV) ^]-2-^^/^a t°^->^oc^(i. 
2 9 g) *5J:t>*h U^^/^^^^V (2. 0 5 g) (D^t h7t Kn77y (1 
0 0ml) mmzi, 1' - <CT-/V'tSJVif,=.;V) v^fc'-iy^V (2. 56g) 

iiu mm^^= 3 0 : 1^9 : n , *^^yt„ #b*Lfc 
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tbVt<&}$: * * S — A* (30ml) tfh7t Kn77> (30ml) ^rt>U 

\m&m.\\L-r y v v^mm tiomi) ^ux°-tftmw^tc 0 s^- 

tcUtkf&W*^ l/zf* tVi^— t/^-^^^X <9 %&£k4k LT % B ftta ( 1 . 4 
9g) Sr^ H ^LT#fc 0 

jMl34-135°C; 1 H-NMR (CDC1 3 ) 5 1.56 (6H, s), 2.37 (3H, s), 3.88 (2H, s), 
4.84 (2H, s), 6.58 (1H, s), 6.84 (1H, dd), 6.91-6.96 (2H, m), 7.04 (2H, 
t), 7.21 (1H, t), 7.58 (2H, dd). 

mmme en ^mmme a 2 6) 

[ (3- { [5- (4-7/Vto7i^) -2-^^/^-3-^y/W] h=^>} 

^) ^] bhr 




COOH 



^120-122^; 1 H-NMR (CDC1 3 ) 8 2.39 (3H, s), 3.12 (2H, s), 3.84 (2H, s), 
4.87 (2H, s), 6.60 (1H, s), 6.86-6.97 (3H, m), 7.05 (2H, t), 7.26 (1H, t), 
7.59 (2H, dd). 

(2) 

{ [3- ( {2-^^-5- [4- (hy7^nyf/U) -3-^yyl-} 
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/=\ O-^Me 



XT 



S C0 2 H 



7^77^1 1 H-NMR (CDC1 3 ) 5 2.41 (3H, s), 3.11 (2H, s), 3.83 (2H, s), 

4.97 (2H, s), 6.78 (1H, s), 6.86-6.89 (1H, m), 6.93-6.97 (2H, m), 7.22-7.27 
(1H, ra), 7.58 (2H, d), 7.69 (2H, d). 

mmme o) 

[2-/^-4- ( {2-^f/V-5-[4- ( h ]) yjvjfu * -7=c^)^\ -3- 



®L&147-149°C; 1 H-NMR (CDC1 3 ) 6 2.30 (3H, s), 2.39 (3H, s), 3.61 (2H, s), 
4.83 (2H, s), 6.76-6.82 (3H, m), 7.12 (1H, d), 7.59 (2H, d), 7.70 (2H, d). 

mrnme u> 

3- [2-^^-4- ( (2-^f/l-5- [4- ( h V -7;V^-Z2^=f-jV) 7x=yl/] - 
3-7 y/W * h^iX) 7ot°t^ 



Bfi^l40-141°C; 'H-NMR (CDC1 3 ) 8 2.31 (3H, s), 2.40 (3H, s), 2.61 (2H, t), 
2.90 (2H, t), 4.83 (2H, s), 6.73-6.79 (3H, m), 7.08 (1H, d), 7.58 (2H, d), 
7.69 (2H, d). 




Me 



/=\ p^Me 




mmm6 (5) 

2-^f^-2- [4- ( { 2-^^-5- [4- ( h ]) y/v^ru *?->v) -7^=.jV\ - 
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/=\ O^Me 

F 3 c -iKI 0^ 

u Y^]Me Me 
k ^O X C0 2 H . 

i6^134-135°C; 1 H-NMR (CDC1 3 ) 8 1.54 (6H, s), 2.39 (3H, s), 4.83 (2H, s), 
6.76 (1H, s), 6.86-6.95 (4H, m), 7.59 (2H, d) 7.70 (2H, d). 

(6) 

3- [2-> ( { 2->f/^5- [4- ( h ]) 7/^n^^-;U) -y 

-3-7 * b^vO 7ol~>V~\ ypftVi 



OMe 



/=\ p^we 

f 3C-V>\JCo 

II 




C0 2 H 

14^159-160^; 1 H-NMR (CDC1 3 ) 6 2.40 (3H, s), 2.63 (2H, t), 2.88 (2H, t), 

10 3.78 (3H, s), 4.83 (2H, s), 6.46-6.49 (2H, m), 6.77 (1H, s), 7.07 (1H, d), 
7.59 (2H, d), 7.70 (2H, d). 

»J6 (7) 

[4- ( {2->f;v-5- [4- (hy7;>tn^f;v) 7 -3-7^/1^} ^ 

15 7x;^v/] mm 



^V^C0 2 H 



Ht£l68-169 t C; 'H-NMR (CDC1 3 ) 8 2.38 (3H, s), 4.55 (2H, s), 4.81 (2H, s), 
6.77 (1H, s) 6.88 (4H, s), 7.59 (2H, d), 7.70 (2H, d). 



20 



mmme (s) 

[4- (3- (2->f/l/-5- [4- (Fy7;Vto^f/l/) -3-7U/V} 
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O-^Me 



o 



gfe^ll3-114°C; 1 H-NMR (CDC1 3 ) 6 1.98-2.05 (2H, m), 2.27 (3H, s), 2.57 (2H, 
t), 3.59 (2H, s), 3.94 (2H, t), 6.59 (1H, s), 6.86 (2H, d), 7.19 (2H, d), 
7.57 (2H, t), 7.67 (2H, d). 

(9) 

[4- ( {2-^=?vV-5- [4- ( h V y)Virn^^)V) -3-7U/H ^ 



* ^^co 2 h 

B4^147-149°C; 'H-NMR (CDC1 3 ) 6 2.39 (3H, s), 3.60 (2H, s), 4.85 (2H, s), 
6.77 (1H, s), 6.92 (2H, d), 7.20 (2H, d), 7.59 (2H, d), 7.70 (2H, d). 

mmm6 a o) 

h*i/-4~ ( {2-^^/1^-5- [4- (MJ7;>tn^f^) 7^~/w<] - 



ISfcA 168-169^; 1 H-NMR (CDC1 3 ) 8 2.41 (3H, s), 3.61 (2H, s), 3.80 (3H, s), 
4.85 (2H, s), 6.53-6.55 (2H, ra), 6.79 (1H, s), 7.11 (1H, d), 7.60 (2H, d), 
7.71 (2H, d). 

mmm 6 (id 

C (3- { [5- (4-7^tP7x^) -2-^f^-3-7!JM * h*~» 
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COOH 



ik&109-110 c C; 1 H-NMR (CDC1 3 ) 5 2.38 (3H, s), 4.14 (2H, s), 4.64 (2H, s), 
4.86 (2H, s), 6.59 (1H, s), 6.92-6.98 (3H, m), 7.04 (2H, t), 7.30 (1H, t), 
7.58 (2H, dd). 



mmwe (1 2) 

{ [3- (3- { 2-^vu-5- [4- ( h V -7jv^srxi^^-)V) y?L~jV\ -3-7 V 




COOH 



^■^106-107^; 1 H-NMR (CDC1 3 ) 5 0.89 (3H, t), 1.27-1.39 (2H, m), 1.56-1.66 
(2H, in), 1.98-2.07 (2H, m), 2.58 (2H, t), 2.61 (2H, t), 3.11 (2H, s), 3.81 
(2H, s), 3.96 (2H, t), 6.60 (1H, s), 6.79-6.82 (1H, m), 6.89-6.91 (2H, ra), 
7.22 (1H, t), 7.57 (2H, d), 7.66 (2H, d). 



mmm6 a 3) 

[4- (2- { 2-^f/V-5- [4- ( h V 7*l~)V\ -3-7VM 

gL&115-116°C; 'H-NMR (CDCI3 ) 6 2.34 (3H, s), 2.84 (2H, t), 3.58 (2H, s), 
4.08 (2H, t), 6.66 (1H, s), 6.86 (2H, d), 7.18 (2H, d), 7.57 (2H, d), 7.68 
(2H, d). 

mmme a 4) 

|4-^f^2- [ ( {2-t<^vu-5- [4- ( h I) ~7 >\sJru *^-)\,-) y^^tvl - 
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/=\ O-^Me 
F 3 CH UKl_syyMe 

S^\^C0 2 H 

ii,&175-176 0 C; 1 H-NMR (CDC1 3 ) 8 2. 32 (3H, s), 2.34 (3H, s), 3.67 (2H, s) , 
4.15 (2H, s), 6.70 (1H, s), 7.57 (2H, d), 7.67 (2H, d). 

mmme a 5) 

[3- (3- {2-7^^-5- [4- ( h y 7/Vjrv*^>V) 7x-~;V~\ -3-7 V /W 




^COOH 

-CH3 

84^80-82*0; 'H-NMR (CDC1 3 ) 6 0.89 (3H, t), 1.26-1.39 (2H, m), 1.56-1.66 
(2H, m), 1.97-2.06 (2H, ra), 2.57 (2H, t), 2.60 (2H, t), 3.61 (2H, s), 3.95 
(2H, t), 6.59 (1H, s), 6.79-6.87 (3H, m), 7.23 (1H, t), 7.56 (2H, d), 7.66 
(2H, d). 

nmm 6 ( 1 6 ) 

[4- (3- {2-^A--5- [4- (h V 7;U*vpi?-/U) 7 a^=LjU] -3-7]} M 
7^=-;V] mk 

-CH3 

St&96-97°C ; 'H-NMR (CDC1 3 ) 5 0.89 (3H, t), 1.27-1.39 (2H, ra), 1.56-1.66 
(2H, m), 1.97-2.06 (2H, m), 2.57 (2H, t), 2.60 (2H, t), 3.59 (2H, s), 3.94 
(2H, t), 6.59 (1H, s), 6.85 (2H, d), 7.18 (2H, d), 7.57 (2H, d), 7.66 (2H, 
d). 
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mmm 6 (n) 

{2- [ (3- {2-7^/1^-5- [4- (hy7^n^f;U) :7*=:/u] -3-7!) 



i4^93-94°C; 1 H-NMR (CDC1 3 ) 5 0.93 (3H, t), 1.31-1.43 (2H, m), 1.59-1.69 
(2H, m), 1.95-2.04 (2H, m), 2.32 (3H, s), 2.53 (2H, t), 2.62 (2H, t), 3.14 
(2H, t), 3.73 (2H, s), 6.57 (1H, s), 7.57 (2H, d) , 7.66 (2H, d). 

mmme a 8) 

[2- ( { [5- (4-7/^D7i^) -2-^^/1^-3-7 ]) jU] ^) 
-4-^/1-1, 3-^X^-/1^-5-^^] WfWi 



^4^202-205^:; 1 H-NMR (CDC1 3 -DMS0-d 6 ) 5 2.30 (3H, s), 2.34 (3H, s), 3.67 
(2H, s), 4.15 (2H, s), 6.52 (1H, s), 7.03 (2H, t), 7.55 (2H, dd). 

H»iJ6 (1 9) 

4- (3- { [5- (4-7^tn7x^) -2->f;l"3-7D;l'] * b^is] 7 





PH 3 




S4^98-99°C; 1 H-NMR (CDC1 3 ) 8 1.89-2.04 (2H, m) , 2.38 (2H, t), 2.66 (2H, 
t), 4.84 (2H, s), 6.60 (1H, s), 6.79-6.84 (3H, m), 7.05 (2H, t), 7.22 (1H, 
t), 7.59 (2H, dd). 
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&MM6 (2 0) 

{ [3- (3- {2-xf/l^5- [4- (MJ7^tc^f-;U) 7^=. jV] -3-7 V 




COOH 



gt&106-107°C; 1 H-NMR (CDC1 3 ) 5 1.22 (3H, t), 1.98-2.07 (2H, m), 2.58 (2H, 
t), 2.64 (2H, q), 3.11 (2H, s), 3.81 (2H, s), 3.96 (2H, t), 6.59 (1H, s), 
6.78-6.81 (1H, m), 6. 89 (1H, s), 6.90 (1H, d), 7.22 (1H, t), 7.57 (2H, d), 
7.67 (2H, d). 



mmm 6(21) 

{ [3- ( (2-^f;i'-5 - [4- (hy7;i/to^ h*is) 7 *.~>v\ -3-7 



CF3O 




CH 3 



XOOH 



®L&84-85°C; 'H-NMR (CDCI3 ) 5 2.39 (3H, s), 3.11 (2H, s), 3.83 (2H, s), 
4.86 (2H, s), 6.66 (1H, s), 6.86-6.97 (3H, m), 7.19 (2H, d), 7.25 (1H, t), 
7.62 (2H, d). 



mmffle (2 2) 

3- [2-p«^/W-4- (2- {2-^^/1-5- [4- ( h y 7;^n^f;u) ^^/U] 
-3-7])^} ^h*ri') 7 =^=-;V\ zfn^isr^W. 

y=v q Me ^-y^^" C ° 2H 

St^ll8-120°C; 1 H-NMR (CDC1 3 ) 5 2.28 (3H, s), 2.34 (3H, s), 2.59 (2H, t), 
2.81-2.90 (4H, m), 4.06 (2H, t), 6.61-6.71 (3H, m), 7.04 (1H, d), 7.57 (2H, 
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d), 7.67 (2H, d). 
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umm 6 (23) 

[4- (2- { 2-^f^5- [4- (by y sVJrxi 7zxl~;V] -3-7D/U} 

I 




it&132-133°C; 1 H-NMR (CDC1 3 ) 8 2.34 (3H, s), 2.83 (2H, d), 4.05 (2H, d), 
4.62 (2H, s), 6.65 (1H, s), 6.81-6.85 (4H, m), 7.57 (2H, d), 7.67 (2H, d). 



mmm6 (24) 

3- [2^f/U-4- (3- { 2-^f/U-5- [4- ( h y 7i^] 




§4^125-126^:; •H-NMR (CDC1 3 ) 5 1.95-2.04 (2H, m), 2.27 (3H, s), 2.28 (3H, 
m), 2.53-2.63 (4H, m), 2.88 (2H, t), 3. 92 (2H, d), 6.59 (1H, s), 6.48-6.71 
(2H, m), 7.02 (1H, d), 7.56 (2H, d), 7.66 (2H, d). 



mmM6 (2 5) 

[4- (3- (2-^f/W5- [4- (M)7;^D^f/V) /U] -3-7])/^} 



0^CO 2 H 

H&134-135°C; 1 H-NMR (CDC1 3 ) 5 1.98-2.04 (2H, m), 2.26 (3H, s), 2.56 (2H, 
t), 3.90 (2H, t), 4.62 (2H, s), 6.58 (1H, s), 6.81-6.88 (4H, m), 7.56 (2H, 
d), 7.66 (2H, d). 
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mmm6 (2 6) 

[3- (3- {2-xf;U-5- [4- ( h U 7/>to>f/V) 7x^] -3-7!) /W 



HM£ll3-114'C; 'H-NMR (CDCI3) 5 1.22 (3H, t), 1.97-2.06 (2H, m), 2.58 (2H, 
t), 2.64 (2H, q), 3.61 (2H, s), 3.96 (2H, t), 6.59 (1H, s), 6.79-6.86 (3H, 
m), 7.23 (1H, t), 7.57 (2H, d), 7.66 (2H, d). 

mmm6 (27) 

[4- (3- { 2-xf/l^5- [4- ( h V t^-jv) -3-7 1) M 



Bl£121-122 < C; 'H-NMR (CDC1 3 ) 6 1.22 (3H, t), 1.97-2.06 (2H, m), 2.57 (2H, 
t), 2.64 (2H, q), 3.59 (2H, s), 3.95 (2H, t), 6.59 (1H, s), 6.85 (2H, d), 
7.18 (2H, d), 7.57 (2H, d), 7.66 (2H, d). 

mmm e (28) 

{2- [ (3- {2-^^-5- [4- ( h V ytV^u^^;V) 7 ^=-)V\ -3-7]) 
>V\ 7°n f^) -4-^f;l/-l, 3-f7)/- i M 



^99-100 o C; 1 H-NMR (CDC1 3 ) 5 1.25 (3H, t), 1.94-2.05 (2H, m), 2.31 (3H, 
s), 2.53 (2H, t), 2.66 (2H, q), 3.14 (2H, t), 3.73 (2H, s), 6.57 (1H, s), 




COOH 
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7.57 (2H, d), 7.67 (2H, d). 

mmm e (29) 

[ (3- {1- [5- (4-7;VtP7i=;l') -2-^f/l/-3-7!i/l/] jxh^i/} 

^^^) mm 



T^?/^^*; 1 H-NMR (CDCI3) 5 1.62 (3H, d), 2.34 (3H, s), 3.02 (2H, 
s), 3.78 (2H, s), 5.26 (1H, q), 6.55 (1H, s), 6.77-6.90 (3H, m), 7.02 (2H, 
t), 7.19 (1H, t), 7.55 (2H, dd). 

mnme o o) 

[ (3- {1- [5- (4-7/Vto7i^) -2-^f/V-3-7y7V] T'h^} 

-o-^m f-nri mm 



mMfo; 'H-NMR (CDC1 3 ) 5 0.96 (3H, t), 1.33-1.58 (2H, ra), 1.70-1.87 (1H, 
m), 1.94-2.09 (1H, m), 2.34 (3H, s), 3.00 (2H, s), 3.77 (2H, s), 5.04 (1H, 
t), 6.51 (1H, s), 6.75-6.88 (3H, m), 7.02 (2H, t), 7.17 (1H, t), 7.54 (2H, 
dd). 

6(3D 

2-* J-JV-2- [4- (3- { 2->f^-5- [4- ( h ]) 7 ;\sJrn t^fr) ~7 m 
-3-7 y/V} 7'o^v') 7^J**S\ 7nt^i 






Me Me 
^0 X C0 2 H 
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§4,&123-124°C; 1 H-NMR (CDC1 3 ) 5 1.54 (6H, s), 1.97-2.04 (2H, m), 2.26 (3H, 

s), 2.57 (2H, t), 3.92 (2H, t), 6.59 (1H, s), 6.76-6.94 (4H, m), 7.57 (2H, 
d), 7.66 (2H, d). 



mmm6 o 2) 

{4-^5vl"-2- [ (2- { 2-^^-5- [4- ( h V 7;V3ru 7 zc~/V] 

-3-7 VM tt] - l, 3-f7/-/w-5->f;H ffim 

gt^l30-132°C; 'H-NMR (CDC1 3 ) 5 2.31, 2.32 (6H, each s), 2.81 (2H, t), 
3.31 (2H, t), 3.71 (2H, s), 6.60 (1H, s), 7.57 (2H, t), 7.66 (2H, d). 

H«ij6 (3 3) 

{4-p<^/u-2- [ (3-{2-^f;w5- [4- (MJ7;Vto^f/U) 7zl~ >V\ 

IsLkllO-112°C; 'H-NMR (CDC1 3 ) 6 1.82-1.95 (2H, m), 2.24 (6H, s), 2.41-2.45 
(2H, m), 3.07 (2H, t), 3.59 (2H, s), 6.53 (1H, s), 7.53 (2H, d), 7.62 (2H, 
d). 



MMM6 (3 4) 

3- [6- ( {2-^^-5- [4- (M)7/Vtn^f;U) 7i=^] -3-7!J;W 




Rfcj£l91-192 < C; 'H-NMR (CDC1 3 ) 5 2.44 (3H, s), 2.76 (2H, t), 3.09 (2H, t), 
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4.97 (2H, s), 6.82 (1H, s), 7.15-7.20 (2H, m), 7.31 (1H, dd) 7.57-7.60 (3H, 
m), 7.66-7.72 (4H, m). 

mmm 6(35) 

2 - [ (3 - {2 - [5- (4 -7/WtP7x^;U) -2-*f-)V-Z--7V)V\ 



§4^78-81°C; 1 H-NMR (CDC1 3 ) 5 1.55 (6H, s), 3.31 (3H, s), 2.82 (2H, t), 
3.86 (2H, s), 4.07 (2H, t), 6.46 (1H, s), 6.76 (1H, dd), 6.87 (1H, s), 6.90 
(1H, d), 7.02 (2H, t), 7.18 (1H, t), 7.55 (2H, dd). 

mmm 6 (36) 

{4-^^1—2- [ ( {2-^^-5- [4- {YWjVOrvij. h**» 7 
^—A-] -3-7!i;W t^tv) f-Url - l , 3-f7/-/v-5 — C/W 

CH 3 

_ N-i^COOH 



H£l63-165°C; 'H-NMR (CDC1 3 -DMS0-d 6 ) 5 2.31 (3H, s), 2.34 (3H, s), 3,67 
(2H, s), 4.15 (2H, s), 6.58 (1H, s), 7.18 (2H, d), 7.59 (2H, d). 

MMM 6 (37) 

2- { [3- ( {2- [5- (4-7^tP7i^) -2-^f^-3-7y 



tfoftfa; 'H-NMR (CDClj ) 5 0.90 (3H, t), 1.19-1.62 (3H, m), 1.56 (6H, s), 



Me Me 






COOH 
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1.71-1.88 (1H, m), 2.31 (3H, s), 2.89-3.00 (1H, m), 3.85 (2H, s), 3.95 (2H, 
d), 6.45 (1H, s), 6.73-6.77 (1H, ra), 6.86 (1H, s), 6.89 (1H, d), 7.03 (2H, 
t), 7.18 (1H, t), 7.57 (2H, dd). . 

5 MMffl6 (3 8) 

[2- ( {2- [5- (4-7^tB7i^) -2-^^VU— 3-:7yA-] ^ 

f-M f-^r) -4-^^vw- l, /v-5--f/^] %m 

^ CH 3 

HJ^124-126 < C; 'H-NMR (CDC1 3 ) 8 2.29 (3H, s), 2.32 (3H, s) , 2.80 (2H, t), 
10 3.31 (2H, t), 3.72 (2H, s), 6.42 (1H, s), 7.03 (2H, t), 7.55 (2H, dd). 

mmm 6 (39) 

[5- (3- {2-^^-5- [4- (H)7;>tn^f/W) 7 ^ =.;V\ -3 

Pr OMe 

15 ~~ 0-V-CH 3 

^138-139^; 'H-NMR (CDC1 3 ) 5 1.22 (3H, t), 1.95-2.05 (2H, m), 2.56 (2H, 
t), 2.64 (2H, q), 3.64 (2H, s), 3.79 (3H, s), 3.91 (2H, t), 6.59 (1H, s), 
6.78 (3H, s), 7.57 (2H, d), 7.67 (2H, d). 

20 H»ij6 (4 0) 

[3- (3- {2-3c5vu-5- [4- (MJ7^u^fyV) 7^~/U] -3 
zfvtf*^) -4-^ y*>sy ^=-;V\ gfgg 

Me V*i 
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M^137-138°C; 1 H-NMR (CDC1 3 ) 6 1.22 (3H, t), 2.03-2.12 (2H, m), 2.58 (2H, 
t), 2.64 (2H, q), 3.55 (2H, s), 3.85 (3H, s), 4.01 (2H, t), 6.60 (1H, s), 
6.78-6.82 (3H, m), 7.56 (2H, d), 7.66 (2H, d). 

2- [ (3- { [5- (3-* ^^-/V) -2->f/V-3-7U/U] * 



Jftjft^; 'H-NMR (CDCI3) 6 1.56 (6H, s), 2.38 (3H, s), 3.84 (3H, s), 3.88 
(2H, s), 4.83 (2H, s), 6.65 (1H, s), 6.77 (1H, ddd), 6.82-6.85 (1H, m), 
6.91-6.97 (2H, m), 7.15-7.28 (4H, m). 

H»i|6 (4 2) 

{ [4-7/1^-0-3- ( {2-^^-5- [4- (h!J7;^P^f/U) ~7 



B*,&110-111°C; 1 H-NMR (CDC1 3 ) 6 2.41 (3H, s), 3.08 (2H, s), 3.80 (2H, s), 
4.96 (2H, s), 6.80 (1H, s), 6.86-6.92 (1H, m), 6.99-7.08 (2H, m), 7.59 (2H, 
d), 7.70 (2H, d). 





mmm 6 (43) 

{ [2-y^u-5- ( {2-^^-5- [4- ( hi) yj^XJ^J-/^) 7 
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S^.COOH 



®1^105-106 o C; 1 H-NMR (CDC1 3 ) 5 2.40 (3H, s), 3.19 (2H, s), 3.86 (2H, s), 
4.84 (2H, s), 6.78 (1H, s), 6.82-6.88 (1H, m), 6.92-7.05 (2H, m), 7.60 (2H, 
d), 7.71 (2H, d). 

mmme U4) 

2- [4- (3— { 2 —s.f-/V— 5 - [4- (^7;^D^f;V) 7 ^~>V\ 



^102-103^; 1 H-NMR (CDC1 3 ) 6 1.22 (3H, t), 1.58 (6H, s), 1.97-2.06 (1H, 
m), 2.57 (2H, t), 2.64 (2H, q), 3.95 (2H, t), 6.59 (1H, s), 6.85 (2H, d), 
7.30 (2H, d), 7.57 (2H, d), 7/66 (2H, d). 

mm®\6 (4 5) 

2- [3- (3- { 2 5 - [4- (h!)7/^o^f/V) 7 



®ll^94-95 < C; 1 H-NMR (CDC1 3 ) 5 1.22 (3H, t), 1.58 (6H, s), 1.98-2.07 (1H, 
m), 2.58 (2H, t) , 2.64 (2H, q), 3.96 (2H, t), 6.59 (1H, s), 6.77 (1H, ddd), 
6.94-6.98 (2H, m), 7.24 (1H, t), 7.57 (2H, d), 7.66 (2H, d). 




Me Me 



COOH 



mmm6 (4 6) 

[3- (3- { 2 -ac^vU- 5 - [4- (MJ7;^c^f;l/) 7 z^ — tV\ -3 



WO 2004/022551 

~7])M Zfntf^i/) 



-4 
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COOH 



it^91-93°C; 1 H-NMR (CDC1 3 ) 6 1.21 (3H, t), 2.01-2.10 (2H, m), 2.60 (2H, 
t), 2.64 (2H, q), 3.57 (2H, s), 4.02 (2H, t), 6.60 (1H, s), 6.78 (1H, ddd), 
6.85 (1H, dd), 7.02 (1H, dd), 7.57 (2H, d), 7.67 (2H, d) . 

^»J6 (4 7) 

[5- (3- { 2 -=c*f-;V- 5 - [4- (hU7yVtn^f;V) 7 -3 



j»^tl28-129 , C; 1 H-NMR (CDC1 3 ) 5 1.22 (3H, t), 1.96-2.05 (2H, m), 2.57 (2H, 
t), 2.63 (2H, q), 3.67 (2H, d), 3.91 (2H, t), 6.58 (1H, s), 6.73-6.78 (2H, 
m), 6.97 (1H, t), 7.57 (2H, d), 7.67 (2H, d). 

HJ£0ij6 (4 8) 

{ ( {2-^^-5- [4- (M)7/VtD^f/k) 7^ 

— )V\ -3 -7 DM * b*is) ^O-^] f-Jr) gt& 



I4,&151-152 0 C; 1 H-NMR (CDC1 3 ) 6 2.27 (3H, s), 2.40 (3H, s), 3.16 (2H, s), 
3.88 (2H, s), 4.86 (2H, s), 6.78 (1H, s), 6.88 (1H, d) , 6.89 (1H, d), 7.12 
(1H, t), 7.59 (2H, d), 7.71 (2H, d). 





mmfflG (4 9) 
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{ [2 h^rv^- 5 - ( { 2-t z 5-J\s- 5 - [4- (MJ7;>tn^f/U) y 



$t&85-87°C; 1 H-NMR (CDC1 3 ) 8 1.41 (3H, t), 2.39 (3H, s), 3.21 (2H, s), 
3.84 (2H, s), 4.02 (2H, q), 4.82 (2H, s), 6.78 (1H, s), 6.82 (1H, s), 6.82 
(1H, d), 6.91 (1H, d), 7.58 (2H, d), 7.69 (2H, d). 

MMM6 (5 0) 

[3- (3- { 2 —^;V— 5 - [4- ( h U 7;Vtn^f/V) 7i^v] -3 



14^109-110^; 'H-NMR (CDCI3) 5 1.22 (3H, t), 2.00-2.09 (2H, m), 2.22 (3H, 
s), 2.60 (2H, t), 2.63 (2H, q) , 3.69 (2H, s), 3.96 (2H, t), 6.59 (1H, s), 
6.75 (1H, d), 6.81 (1H, d), 7.10 (1H, t), 7.57 (2H, d), 7.66 (2H, d) . 

H«iJ6 (5 1) 

{ [4-p<^-3- ( {2-^^-5- [4- ( h y ^t^cr^fvP) y =c 



1L&120-121 0 C; 'H-NMR (CDC1 3 ) 5 2.21 (3H, s), 2.42 (3H, s), 3.11 (2H, s) , 
3.83 (2H, s), 4.89 (2H, s), 6.78 (1H, s), 6.83 (1H, dd), 6.91 (1H, d), 7.09 
(1H, d), 7.59 (2H, d), 7.70 (2H, d). 
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mmm 6 (52) 

( {1- [3- ( {2-^^/V-5- [4- (fy7/^a^f/U) -7^=-)V\ 



tfiWb; 1 H-NMR (CDCI3) 6 O.88 (3H, t), 1.21-1.42 (2H, m), 1.77-1.91 (2H, 
m), 2.41 (3H, s), 2.93 (1H, d), 3.04 (1H, d), 3.97 (1H, dd), 4.87 (2H, s), 
6.79 (1H, s), 6.85-6.95 (3H, m), 7.24 (1H, t), 7.59 (2H, d), 7.70 (2H, d). 

mmm6 (5 3) 

[2- ( { [5- (3-* b*i'7=.~/l') -2-^f;W3-7^U] ff-M 



jH'^174-176 t C; 1 H-NMR (CDC1 3 -DMS0-d 6 ) 6 2.31 (3H, s), 2.34 (3H, s), 3.67 

(2H, s), 3.84 (3H, s), 4.15 (2H, s), 6.60 (1H, s), 6.75-6.79 (1H, m), 7.13 
(1H, s), 7. 18 (1H, d), 7.26 (1H, t). 

"HWSA 6 (54) 

{ [ 4 _^nn-3- ( {2-^^-5- [4- (Ml 7^*D^f;W) 7^ 



UL&99-101°C; 'H-NMR (CDC1 3 ) 8 2.43 (3H, s), 3.08 (2H, s), 3.82 (2H, s), 
4.98 (2H, s), 6.82 (1H, s), 6.89 (1H, dd), 7.03 (1H, d), 7.32 (1H, d), 7.60 
(2H, d), 7.71 (2H, d). 




Me 




COOH 
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mMM6 (5 5) 

{ [3-*7yU-5- ( {2-^^-5- [4- (M7/VtD^f^) 7: 
— /!/] -3-7!)^} ^ h^rvO ^i'vvU] ^} 




Me 



5 0 CH 3 

ife^l23-124t:; 1 H-NMR (CDC1 3 ) 6 2.32 (3H, s), 2.41 (3H, s), 3.13 (2H, s), 
3.79 (2H, s), 4.85 (2H, s), 6.70 (1H, s), 6.76 (2H, s), 6.77 (1H, s), 7.58 
(2H, d), 7.69- (2H, d). 

io mmm 6 (56) 

[3- (3- {2-^/1—5- [4- (h!J7^to^f/V) 7ol~>V\ - 3 

Me 



A 



0-\^CH3 

®L&100-101°C; 1 H-NMR (CDCI3 ) 6 1.22 (3H, t), 1.96-2.04 (2H, ra), 2.30 (3H, 
15 s), 2.57 (2H, t), 2.64 (2H, q), 3.56 (2H, s), 3.94 (2H, t), 6.59 (1H, s), 

6.63 (2H, s), 6.67 (1H, s), 7.56 (2H, d), 7.66 (2H, d). 



6 (5 7) 

2- [4- (3- {2-^/^-5- [4- (MJ7^to^f;U) 7x=;U] 
20 -3-7!i/l/} T'nzKdrv') ^i/drv'] -2-^f^7°ot^t 




11 CH " 

CH3 



Mt^70-71°C; 'H-NMR (CDC1 3 ) 8 1.22 (3H, t), 1.53 (6H, s), 1.95-2.09 (2H, 
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m), 2.58 (2H, t), 2.64 (2H, q), 3.93 (2H, t), 6.60 (1H, s), 6.81 (2H, d), 
6.92 (2H, d), 7.58 (2H, d), 7.68 (2H, d). 

nMM6 (5 8) 

2 - [2-^nn-4 - (3 - { 2 5 - [4- (h'j7/^D^f/V) 



*5bt4fe; 1 H-NMR (CDC1 3 ) 6 1.22 (3H, t), 1.58 (6H, s), 1.97-2.06 (2H, m), 
2.57 (2H, t), 2.63 (2H, q), 3.92 (2H, t), 6.58 (1H, s), 6.73 (1H, dd), 6.94 
(1H, d), 7.04 (1H, d), 7.57 (2H, d), 7.67 (2H, d). 

Wdm 6(59) 

2 2 - { [3- ( {2-^^-5- [3- (M)7;vtn^f;V) 

7^—;V] -3-7VM J h*i/) <Oi?A''] •^tm'^-^m 



lt^81-82t:; 'H-NMR (CDC1 3 ) 5 1.57 (6H, s), 2.40 (3H, s), 3.88 (2H, s), 
4.86 (2H, s), 6.75 (1H, s), 6.82-6.87 (1H, ra), 6.92-6.96 (2H, m), 7.22 (1H, 
t), 7.46 (2H, d), 7.75-7.79 (1H, ra), 7.86 (1H, s). 

mmme (6 o) 

2- (4- { [5- (3-p< Y*i/7 -2-*^-jV-Z-7V ,V\ * V 



CI 






WO 2004/022551 



PCT/JP2003/011308 



256 



§t&lll-112°C; ' H-NMR (CDCI3 ) 8 1.54 (6H, s), 2.38 (3H, s), 3.84 (3H, s), 

4.82 (2H, s), 6.64 (1H, s), 6.76-6.80 (1H, m), 6.88 (2H, d), 6.-93 (2H, d), 
7. 15-7. 29 (3H, m) . 

mmm 6 ( 6 1 ) 

(3- {3- [2-^/1—5- (3 V*Zs? ^-JV) Zfv 



?ft^#5; 1 H-NMR (CDC1 3 ) 5 1.21 (3H, t), 1.96-2.05 (2H, ra), 2.56 (2H, t) , 
2.62 (2H, q), 3.61 (2H, s), 3.84 (3H, s), 3.95 (2H, t), 6.47 (1H, s), 6.73-6.76 
(1H, m), 6.79-6.86 (3H, m), 7.13-7.27 (4H, m). 

mmm6 (e 2) 

2- (4- {3- [2-^/U- 5 - (3 h^^yx^/H -3-7!J;U] 



'H-NMR (CDCI3) 8 1.20 (3H, t), 1.53 (6H, s), 1.96-2.05 (2H, m), 
2.56 (2H, t), 2.61 (2H, q), 3.84 (3H, s), 3.92 (2H, t), 6.46 (1H, s), 6.72-6.77 
(1H, m), 6.79 (2H, d), 6.90 (2H, d), 7.12-7.27 (3H, m). 





mmm 6 (63) 

2- [4- ( {2-^^-5- [3- ( hi) y^uf^/V) -7 
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fW 



.COOH 
Me 



o 

F 3 C ~ CH 3 

ffl|jfe83-84 , C; 1 H-NMR (CDC1 3 ) 6 1.55 (6H, s), 2.40 (3H, s), 4.84 (2H, s), 

6.75 (1H, s), 6.86-6.97 (4H, m), 7.47 (2H, d), 7.75-7.79 (1H, m), 7.86 (1H, 
s). 



mmme (6 4) 

[ ( {2-^^-5- [3- (hy.7^n;if/W) 7 
- 3-7y;P} ^^/^) ^] -1, 3-?-Ty— (M mm 

jK^COOH 




§!l&193-194 0 C; 'H-NMR (CDC1 3 -DMS0-d 6 ) 5 2.33 (3H, s), 2.34 (3H, s), 3.67 
(2H, s), 4.16 (2H, s), 6.70 (1H, s), 7.45-7.48 (2H, m), 7.72-7.77 (1H, m), 
7.83 (1H, s). 



6 (6 5) 

2- { [1- (3 - { [5- (4-7;VtD7i^) - 2 - 3-7U 

F <Kr°^f C0OH 

CH 3 

lito-gox;; 'h-nmr (cdci 3 ) s 1.39 (3H, s ), 1.53 oh, s), 1.56 (3H, d), 

2.38 (3H, s), 4.13 (1H, q), 4.85 (2H, s), 6.59 (1H, s), 6.81 (1H, dd), 6.93 
(1H, d), 6.97 (1H, t), 7.04 (2H, t), 7.20 (1H, t), 7.57 (2H, dd). 

mmme (6 6) 
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2-^^/1 — 2- ( {1- [3- ( { 5 - [4- (M)7/^n^ 




it&75-77°C; 'H-NMR (CDC1 3 ) 8 1.40 (3H, s), 1.53 (3H, s), 1.56 (3H, d), 
2.42 (3H, s), 4.14 (1H, q), 4.87 (2H, s), 6.79 (1H, s), 6.79-6.84 (1H, m), 
6.92-6.99 (2H, m), 7.21 (1H, t), 7.59 (2H, d), 7.71 (2H, d). 



mnM6 (6 7) 

2- [3- (3- { 2 -=cJ-;V- 5 - [4- ( h >J ^) 




1 H-NMR (CDCI3) 5 1.22 (3H, t), 1.50 (3H, d), 1.97-2.06 (2H, m), 
2.58 (2H, t), 2.64 (2H, q), 3.71 (1H, q), 3.96 (2H, t), 6.59 (1H, s), 6.79 
(1H, ddd), 6.86-6.91 (2H, m), 7.23 (1H, t), 7.56 (2H, d), 7.66 (2H, d). 



mmm6 (6 8) 

2- [2— 7A-tn-4- ( {2—*f-JV-5- [4- ( h V 7 JVlrv. pi 




ral&82-83 0 C; 1 H-NMR (CDC1 3 ) 5 1.55 (6H, d), 2.41 (3H, s), 4.83 (2H, s), 
6.65-6.80 (2H, m), 6.77 (1H, s), 7.05 (1H, t), 7.60 (2H, d), 7.71 (2H, d). 
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mmm6 (6 9) 

2- [4- (3- { 2 -oc^vU- 5 - [4- (h!j7/Utn^^) ~7 



itMWfc; 1 H-NMR (CDCI3 ) 5 1.22 (3H, t), 1.54 (6H, s), 1.95-2.09 (2H, m), 
2.54-2.69 (4H, m), 3.92 (2H, t), 6.56-6.71 (2H, m), 6.59 (1H, s), 7.03 (1H, 
t), 7.58 (2H, d), 7.68 (2H, d). 

HWJ6 (7 0) 

2-^^-2- { [3- ( {2-^/^-5- [4- (bi;7^n^f/>) 



fi£/&95-96°C; 1 H-NMR (CDC1 3 ) 8 1.57 (6H, s), 2.42 (3H, s), 4.52 (2H, s), 
4.89 (2H, s), 6.79 (1H, s), 6.89-7.01 (3H, ra), 7.30 (1H, t), 7.60 (2H, d), 
7.71 (2H, d). 

mnW6 (7 1) 

2- [ (3- { [5- (4-7^P7x=/W) -2-^f/W-3-7H/l'] 



7^7 7^^*; 'H-NMR (CDClj ) 6 1.57 (6H, s), 2.39 (3H, s), 4.52 (2H, 






CH 3 
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s), 4.87 (2H, s), 6.60 (1H, s), 6.90-7.09 (5H, ra), 7.29 (1H, t), 7.59 (2H, 
dd). 

HI»J6 (7 2) 

{2 - [ ( {2- (a: h^So^/l") -5- [4- (Ml7/Uto^f/l') 37^ 
-3-7U;l/} ^^"] -4-^^vV-l, 3-^7/^-5- 



§4^104-106^; 1 H-NMR (CDC1 3 ) 5 1.23 (3H, t), 2.34 (3H, s), 3.56 (2H, q), 
3.73 (2H, s), 4.26 (2H, s), 4.51 (2H, s), 6.75 (1H, s), 7.59 (2H, d), 7.72 
(2H, d). 

mrnme (73) 

{2 - [ ( { 2 - -fJ-A — 5 - [4- (HJ7^tn>f;P) :7;c~/K) -3- 
7VM * 5vW) ^] - 4 - p< 7- A — 1 , 3 —°f-T y—J^- 5 — ( A-} 



ffi^^j; 1 H-NMR (CDC1 3 ) 5 0.92 (3H, t), 1.32-1.39 (2H, m), 1.59-1.66 (2H, 
m), 2.30 (3H, s), 2.62 (2H, t), 2.80 (2H, t), 3.28 (2H, t), 3.67 (2H, s), 
6.60 (1H, s), 7.56 (2H, d), 7.65 (2H, d). 




F3C 




C0 2 H 



mnw6 (74) 

2- { [3- ( {2- (^h^vV9vl^) -5- [4- (F!J7/uto^f/i/) 
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XT 



Me Me 



CQH 



1 H-NMR (CDC1 3 ) 5 1.23 (3H, t), 1.55 (6H, s), 3.60 (2H, q), 3.88 
(2H, s), 4.58 (2H, s), 4.97 (2H, s), 6.83-6.87 (2H, m), 6.92-6.98 (2H, m), 
7.19 (1H, d), 7.60 (2H, d), 7.75 (2H, d). 

MM&\ 6(75) 

2- [2-^^W-4- ( {2-^^W-5- [4- ( h V 7 )V3r v * jV) 7 
^ =^jV\ -3-7'j/W ^ h * is) ^^/V] ^ 



lt£ll8-119 0 C; 'H-NMR (CDCI3 ) 6 0.97 (3H, t), 1.58-1.72 (2H, ra), 2.30 (3H, 
s), 2.39 (3H, s), 2.54-2.58 (1H, m), 2.72 (1H, dd), 2.92 (1H, dd), 4.82 
(2H, s), 6.71-6.79 (3H, m), 7.06 (1H, d), 7.58 (2H, d), 7.70 (2H, d). 

mmm6 (7 6) 

2-^^-3- [2 - ( {2-^fvU-5- [4- (hV?/^ 



H&96-97°C; 'H-NMR (CDC1 3 ) 6 1.20 (3H, d), 2.30 (3H, s), 2.39 (3H, s), 
2.57-2.75 (2H, ra), 3.04 (1H, dd), 4.82 (2H, s), 6.72-6.78 (3H, m), 7.04 
(1H, d), 7.57 (2H, d), 7.69 (2H, d). 





Me 



■mmm& (7 d 

2-/ Y^r^-Z- [2-^fvU-4- ( {2-^/^-5- [4- ( h ]) ~7 )V 
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M^125-126°C; 1 H-NMR (CDC1 3 ) 5 2.34 (3H, s), 2.40 (3H, s), 2.97 (1H, dd), 
3.13 (1H, dd), 3.35 (3H, s), 3.95 (1H, dd), 4.83 (2H, s), 6.74-6.79 (3H, 
ra), 7.12 (1H, d), 7.58 (2H, d), 7.69 (2H, d). 

MMW 6 (78) 

2, 2-^^^-/1—3- [4- ( 5- [4- (h!J7/Utn^f 



®t^l25-127°C; 'H-NMR (CDC1 3 ) 5 1.20 (6H, s) 2.38 (3H, s), 2.48 (2H, s), 
4.82 (2H, s), 6.' 75 (1H, s), 6.88 (2H, d), 7.10 (2H, d), 7.57 (2H, d), 7.68 
(2H, d). 

mmme (7 9) 

2, 2-v^^vt— 3- [4- (2- { 2 -t^JV- 5 - [4- (h!) 



1 H-NMR (CDCI3 ) 8 1.18 (6H, s), 2.33 (3H, s) , 2.78-2.86 (4H, m), 
4.06 (2H, t), 6.65 (1H, s), 6.81 (2H, d), 7.07 (2H, d) , 7.56 (2H, d) , 7.66 
(2H, d). 






mMffl6 (8 0) 

2, 2 -v^fvl — 3- [4- (3- {2-^A—5- [4- (Mi7^P 
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#f£JM&£ftc; ' H-NMR (CDC1 3 ) 5 1.18 (6H, s), 2.00 (2H, t), 2.26 (3H, s), 
2.56 (2H, t), 2.82 (2H, s), 3.93 (2H, t), 6.59 (1H, s), 6.80 (2H, d), 7.07 
(2H, d), 7.56 (2H, d), 7.65 (2H, d). 

mm 6 (81) 

13-* h3r->-4- ( {2-^^-5- [4- (h!)7/^o^f/U) 7^ 



IL£l39-140 o C; 1 H-NMR (CDC1 3 ) 5 2.38 (3H, s), 3.59 (2H, s), 3.86 (3H, s), 
4.91 (2H, s), 6.78-6.82 (3H, m), 7.58 (2H, d), 7.69 (2H, d). 

»J6 (8 2) 

3- [4-^ h^rv'— 3- ( {2-^^-5- [4- ( h ]} 7;VJru * ^-jV) 



Hi&128-129 < C; 'H-NMR (CDC1 3 ) 5 2.38 (3H, s), 2.60-2.68 (2H, m), 2.89 (2H, 
t), 3.84 (3H, s), 4.91 (2H, s), 6. 81 (4H, s), 7.58 (2H, d), 7.69 (2H, d). 

mmm 6 (83) 

[3- (2- 5- [4- (h!J7yUtD^f/V) 7 -3 




o 



Me 
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O 



CO2H 



fik^92-94 , C; 1 H-NMR (CDC1 3 ) 5 2.34 (3H, s), 2.84 (2H, t), 3.61 (2H, s), 
4.08 (2H, t), 6.66 (1H, s), 6.81-6.88 (3H, m), 7.19-7.27 (1H, m), 7.57 (2H, 
d), 7.68 (2H, d). 

mmm6 (8 4) 

[3- (3- — 5- [4- ( h V -7jV3ruf5-/V) ~7 -3 

^o3K^-» -7^—jv\ mm 



S6^111-113°C; 'H-NMR (CDCI3) 5 2.01 (2H, t), 2.26 (3H, s), 2.56 (2H, t), 
3.61 (2H, s), 3.95 (2H, t), 6.59 (1H, s), 6.80-6.87 (3H, m), 7.19-7.27 (1H, 
m), 7.56 (2H, d), 7.66 (2H, d). 

H«J6 (8 5) 

2-^^-2- [3- ( {2-^^-5- [4- (h!)7/^n^f/V) 7 



§b£l27-128°C; 'H-NMR (CDC1 3 ) 6 1.59 (6H, s), 2.40 (3H, s), 4.85 (2H, s) , 
6.78 (1H, s), 6.85-6.89 (1H, ra), 7.00-7.02 (2H, m), 7.24-7.30 (1H, m), 7.59 
(2H, d), 7.70 (2H, d). 

mmm 6(86) 

2-^/U-2- [4- ( {2-^^/W-5- [4- (MJ7;^P^f/P) 7 
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^=-)V] -3 -7 DM ^ h=^» -7 zc~;V\ 



O 




ltt^l05-107 , C; 1 H-NMR (CDC1 3 ) 5 1.58 (6H, s), 2.39 (3H, s), 4.85 (2H, s), 
6.76 (1H, s), 6.94 (2H, d), 7.34 (2H, d), 7.59 (2H, d), 7.70 (2H, d). 

num 6 (87) 

[3- ( {2-^^-5- [4- (M)7^tn^f/V) 7x^;U] -3-7 



®fe^ll8-119°C; 1 H-NMR (CDCI3 ) 5 2.40 (3H, s), 4.66 (2H, s), 4.84 (2H, s), 
6.51-6.54 (1H, m), 6.56-6.58 (1H, m), 6.62-6.66 (1H, m), 6.77 (1H, s), 7.11 
(1H, d), 7.59 (2H, d), 7.69 (2H, d). 

mn&me (8 8) 

2-^^-2- { [4- ( {2-^^-5- [4- (M)7/Uto^f/l/) 
7^=-)V\ -3-7 V./l"} * b*ls) :7^=/l/| ^^-} ^nt 0 ^-^ 



i4,^128-129°C; 1 H-NMR (CDC1 3 ) 5 1.48 (6H, s), 2.38 (3H, s), 4.84 (2H, s), 
6.73 (1H, s), 6.93 (2H, d), 7.46 (2H, d), 7.58 (2H, d), 7.68 (2H, d). 





mmm 6 (89) 

3- [5- ( { 2 ^yb- 5 - [4- (h!) 7^=-fr] -3 

-7!i/u} ^ h=¥v-) -1 sy/7 7>'-2-^^] 7Dt'tyS| 
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gi^l56-157 0 C; 1 H-NMR (CDC1 3 ) 5 2.39 (3H, s), 2.82 (2H, t), 3.10 (2H, t), 
4.88 (2H, s), 6.39 (1H, s), 6.80 (1H, s), 6.88 (1H, dd), 7.04 (1H, d) , 7.30 
(1H, d), 7.59 (2H, d), 7.70 (2H, d). 

mmme oo) 

[5- ( {2-^/^-5- [4- (HJ7;^D^f^) 7^=.jV\ -3-7 




M^140-142°C; 1 H-NMR (CDC1 3 ) 5 2.34 (3H, s), 3.75 (2H, s), 4.80 (2H, s), 
6.51 (1H, s), 6.74 (1H, s), 6.86 (1H, d), 7.00 (1H, s), 7.25 (1H, s), 7.55 
(2H, d), 7.65 (2H, d). 

■mmm 6 od 

3- [4- ( {2-^A~5- [4- (hi)7;^D^f/l/) 7 x. =-/V~] -3 
-7D/H * -2-7"nt>7i^l'] yot'tySl 





C0 2 H 



S£,&129-131 0 C; 'H-NMR (CDC1 3 ) 6 0.99 (3H, t), 1.57-1.68 (2H, m), 2.40 (3H, 

s), 2.54-2.66 (4H, m), 2.93 (2H, t), 4.84 (2H, s), 6.73-6.79 (3H, m), 7.09 
(1H, d), 7.59 (2H, d), 7.70 (2H, d). 

mmm e 02) 
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2- [2 ( {2-^)V- 5 - [4- {hV7)\,Jru*^)V) 7 



g$ *92-93t: ; ' H-NMR (CDC1 3 ) 6 1.59 (6H, s), 2.40 (3H, s), 4.82 (2H, s), 
6.75 (1H, s), 6.81 OH, dd), 7.02 (1H, d), 7.07 (1H, d), 7.59 (2H, d), 7.70 
(2H, d). 

mrnm 6 03) 

[3-^7DD-4- (3- {2-X3MI/-5- [4- (h*)7)V*U*^)V) 7 
x-;i/] -3-7U;i/} 7°Ui£3rzs) 7i-Jl/] gHft 



gt&m-mT:; 'H-NMR (CDC1 3 ) <5 1.20 (3H, t), 2. 04-2.08 (2H, m), 2.64-2.68 
(4H, m), 3.57 (2H, s), 4.00 (2H, t), 6.59 (1H, s), 6.82 (1H, d), 7.08 (1H, 
dd), 7.30 (1H, d), 7.57 (2H, d), 7.66 (2H, d). 

§yS#J6 (9 4) 

2- { [4-"7;M-D- 3 - ( [2-*^)V- 5- [4- (h U 7 *?-)\,) 
7ol~M -3-7VM *b*>') 1>z?M tt) -2-^)V7°U\±Hs-y 



M#l20-mX:; 1 H-NMR (CDC1 3 ) 6 1.54 (6H, s), 2.40 (3H, s), 3.83 (2H, s), 
4.93 (2H, s), 6.78 (1H, s), 6.88-6.89 (1H, m), 6.93-7.06 (2H, m), 7.58 (2H, 
d), 7.68 (2H, d). 
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mmme o 5) 

2- { [2-7/^n-5- ( {2-^^-5- [4- (MJ7;l-tD^f;k) 



iS5,£l31-132 0 C; 1 H-NMR (CDC1 3 ) 5 1.57 (6H, s), 2.39 (3H, s), 3.90 (2H, s), 
4.81 (2H, s), 6.76-6.82 (2H, m), 6.90-6.99 (2H, m), 7.58 (2H, d), 7.69 (2H, 
d). 

MMffl 6 (96) 

2- { - ( {2-^^-5- [4- (M)7;Pto^f^) 

7*.—)V\ -3-7!j;W * h^-y) =^ir\ - 2- t^jv-fv^isr^ 



iiL£U06-108°C; 1 H-NMR (CDC1 3 ) 8 1.57 (6H, s), 2.38 (3H, s), 3.93 (2H, s), 
4.91 (2H, s), 6.77 (1H, s), 6.90-6.99 (3H, m), 7.58 (2H, d), 7.68 (2H, d). 

■$mm 6 (97) 

[3- (3- { 2 5 - [4- (M)7/UtP^f/V) ^^/V] -3 

-7D/V} ^ntffdfv') -2-7^tn7i-;i-] Bft$ 




it,fe92-93°C; 'H-NMR (CDC1 3 ) 6 1.21 (3H, t), 1.98-2.12 (2H, m), 2.57-2.70 





Me 
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(4H, ra), 3.72 (2H, d), 4.02 (2H, t), 6.60 (1H, s), 6.78-7.04 (3H, m), 7.57 
(2H, d), 7.67 (2H, d). 

mmm 6 os) 

[4-^nn-3- (3- { 2 — ac^/W- 5 - [4- (MJ7;^n^f/i/) y 



81^104-105*0; 1 H-NMR (CDC1 3 ) 5 1.20 (3H, t), 2.03-2.10 (2H, m), 2.59-2.70 
(4H, m), 3.58 (2H, s), 4.02 (2H, t), 6.60 (1H, s), 6.78-6.81 (2H, ra), 7.31 
(1H, d), 7.57 (2H, d), 7.67 (2H, d). 

mnm 6 09) 

2- { [4-^nn-3- ( {2-^/^-5- [4- ( MJ 7;^o^f /l/) 

m 



St&140-142°C; 1 H-NMR (CDC1 3 ) 6 1.53 (6H, s), 2.41 (3H, s), 3.84 (2H, s), 
4.93 (2H, s), 6.79 (1H, s), 6.86 (1H, dd), 6.99 (1H, d), 7.24 (1H, s), 7.58 
(2H, d), 7.69 (2H, d). 





p 



Me 



MMM 6 (10 0) 

[3- (3- {2-^/1—5- [4- (F!J7/Vtn^fyV) y^^jV] -3 

-7ii/u} ^dxk^v^) -ih — r^y— /v- 1 -- mm 
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N ^ 



fflM 139-140^; 1 H-NMR (CDC1 3 ) 8 1.22 (3H, t), 2.07-2.12 (2H, m), 2.57-2.68 
(4H, m), 4.37 (2H, t), 4.92 (2H, s), 6.61 (1H, s), 7.06-7.11 (1H, ra), 7.16 
(1H, d), 7.37-7.42 (1H, m), 7.56 (2H, d), 7.64-7.69 (3H, m). 

mmm 6 (iod 

[5- ( {2-^^-5- [4- (M/7/VtP^f/l/) 7=c^/U] -3-7 



F,C 



t v — (I 



o- 





H&153-154°C; 1 H-NMR (CDC1 3 ) 3. 2.41 (3H, s), 3.94 (2H, d), 4.91 (2H, s), 
6.79 (1H, s), 7.00 (1H, dd), 7, 12 (1H, s), 7.24-7.25 (1H, m), 7.59 (2H, 
d), 7.65 (1H, d), 7.70 (2H, d). 



mmm 6 (102) 

[5- (3- { 2 -zc*f->V- 5 - [4- ( hi) * 7x-/P] -3 




M,Slll-112°C; 'H-NMR (CDC1 3 ) 5 1.21 (3H, t), 2.04 (2H, t), 2.57-2.67 (4H, 
m), 3.92 (2H, s), 3.99 (2H, t), 6.59 (1H, s) , 6.93-6.96 (1H, m), 7.08 (1H, 
s), 7.13 (1H, s), 7.55 (2H, d), 7.60 (1H, s), 7.66 (2H, d). 



mmm 6 (103) 
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3- [5- ( {2-^^vW- 5- [4- (h!J7/^D^f;V) y -3 
Me 



F 3 C- 




// ^ 



V 




CO z H 



S4^187-188°C; 1 H-NMR (CDC1 3 ) 5 2.41 (3H, s), 2.73 (2H, t), 3.21 (2H, t), 
4.91 (2H, s), 6.81 (1H, s), 6.93-6.98 (2H, ra), 7.21 (1H, d), 7.59 (2H, d), 
7.62 (1H, s), 7.71 (2H, d). 



MMM 6 (10 4) 

2-^^-2- [4- (4- {2-^/^-5- [4- ( h U :7/l^n * 
7x^] ^h^rv^) 7a:/3->] /ok'tyt 

O^C0 2 H 
11 Me Me 

jSL£67-69 < C; 1 H-NMR (CDC1 3 ) 8 1.53 (6H, s), 1.70-1.83 (4H, m), 2.29 (3H, 

s), 2.38-2.45 (2H, ra), 3.93 (2H, t), 6.58 (1H, s), 6.79 (2H, d), 6.90 (2H, 
d), 7.56 (2H, d), 7.66 (2H, d). 




mmme (105) 

2 -*=f-jV- 2- {4- [ ( (E) -4- {2-^3-/1'- 5- [4- ( h V y JV 
y° n t°^-^ 



F^C 




O^.C0 2 H 
Me Me 



ffitttt: 1 H-NMR (CDC1 3 ) 6 1.54 (6H, s), 2.37 (3H, s), 2.63-2.69 (2H, ra), 
4.02 (2H, t), 5.97 (1H, dt), 6.30 (1H, d), 6.81-6.87 (3H, m), 6.88-6.95 
(2H, ra), 7.58 (2H, d), 7.69 (2H, d). 
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mmm 6 ( i o 6 > 

Z-ff-jV- 2 - { [4- (4- {2 —tf-A — 5- [4- (h!j7/l/tn^f 




g!l&155-156 0 C; 'H-NMR (CDC1 3 ) 6 1.46 (6H, s), 1.68-1.83 (4H, m), 2.29 (3H, 
m), 2.36-2.44 (2H, ra), 3.95 (2H, t), 6.58 (1H, s), 6.82 (2H, d), 7.40 (2H, 
d), 7.56 (2H, d), 7.66 (2H, d). 



(10 7) 

2-^/1^-2- ( { [5- ( {2-^^-71—5- [4- ( h !) ^l^n^/W) 
fir) -7vt°7S-l/m 

S^CQzH 

A 
Me Me 

®t^l58-159°C; 1 H-NMR (CDC1 3 ) 8 1.57 (6H, s), 2.40 (3H, s), 4.16 (2H, d), 
4.89 (2H, s), 6.78 (1H, s), 6.98 (1H, dd), 7.12 (1H, s), 7.21 (1H, d), 7.59 
(2H, d), 7.62 (1H, d), 7.70 (2H, d). 




MMM 6 (10 8) 

2-*3-/V-2- { [4- ( {2-^A—5- [3- (MJ7y^n>f^) 
7 3L=.)V\ -3-7D/H J h*is) y^^/U] =?Jr\ 7o^y| 



O. -Me 




g*,&108-109°C; 1 H-NMR (CDC1 3 ) 5 1.48 (6H, s), 2.38 (3H, s), 4.85 (2H, s), 



Me Me 

V 

v S"X0 2 H 
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6.71 (1H, s), 6.94 (2H, d), 7.44-7.48 (4H, in), 7.72-7.76 (1H, m), 7.84 (1H, 
s). 

mmm 6 (109) 

2-7*^-2- { [3- ( {2-^^-5- [4- (MJ7^tn^f/l/) 



S4,&148-149°C; 1 H-NMR (CDC1 3 ) 6 1.56 (6H, s), 2.40 (3H, s), 3.88 (2H, s), 
4.85 (2H, s), 6.77 (1H, s), 6.81-6.97 (3H, m), 7.20 (1H, d), 7.59 (2H, d), 
7.70 (2H, d). 

mmrne (no 

2- [ (3- { [5- h*lsy -2-^f^-3-7U^] * 



it&96-97°C; 1 H-NMR (CDC1 3 ) 8 1.56 (6H, s), 2.36 (3H, s), 3.82 (3H, s), 
3.87 (2H, s), 4.83 (2H, s), 6.52 (1H, s), 6.81-6.97 (4H, m), 7.19 (1H, d), 
7.55 (2H, d). 

MMM 6 (111) 

2- [ (3- { [5- =z.=.>V) - 2 ^-JV— 3 - 7 U jV\ * h 




Me 



Me Me 
v S^C0 2 H 
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g4,£l43-144°C; 1 H-NMR (CDC1 3 ) 5 1.56 (6H, s), 2.37 (3H, s), 3.87 (2H, s) , 
4.83 (2H, s), 6.64 (1H, s), 6.80-6.95 (3H, m), 7.19 (1H, d), 7.31 (2H, d), 
7.54 (2H, d). 



mmm 6 (112) 

2- [ (3- { [5- (3-7/!/tP7x^) -2-^f/U-3-7U/l'] * 
// \ / jf Me Me 

ftk£ll6-117 , C; 'H-NMR (CDC1 3 ) 5 1. 56 (6H, s), 2.38 (3H, s), 3.88 (2H, s), 
4.84 (2H, s), 6.68 (1H, s), 6.82-6.97 (4H, m), 7.18-7.39 (4H, ra). 

mmm e (113) 

2- [ (4- { [5- (4-t« h^v^^^yV) -2-^f^-3-7!);P] * 




145-146^; 1 H-NMR (CDC1 3 ) 5 1.48 (6H, s), 2.34 (3H, s), 3.81 (3H, s), 
4.82 (2H, s), 6.48 (1H, s), 6.86-6.95 (4H, m), 7.45 (2H, d), 7.53 (2H, d). 



(1 1 4) 

2- [ (4- { [5- (4 - ^ uuy^=./U) - 2 -J f-jV- 3 -7 V >V\ * h 
^.Me 




Me Me 

V 

S C0 2 H 



it^l30-131°C; 'H-NMR (CDC1 3 ) 5 1.48 (6H, s), 2.36 (3H, s), 4.83 (2H, s), 
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6.61 (1H, s), 6.93 (2H, d), 7.31 (2H, d), 7.46 (2H, d), 7.53 (2H, d). 



mrnme (i 1 5) 

2- [ (4- { [5- (3-7/^a7x^) -2-^f^-3-7!i /U] * 
q. ,Me 



Me Me 

V 

S CQ 2 H 



i§L&146-147<C; 1 H-NMR (CDC1 3 ) 6 1.48 (6H, s), 2.37 (3H, s), 4.84 (2H, s), 
6.65 (1H, s), 6.92-6.95 (3H, m), 7.26-7.38 (3H, m), 7.46 (2H, d). 




10 6(116) 

2- { [3- ( {2-^^-5- [2- (by7;^n^f;W) 




ifcjjfttfc; 'H-NMR (CDC1 3 ) 5 1.55 (6H, s), 2.38 (3H, s), 3.86 (2H, s), 4.85 
15 (2H, s), 6.71 (1H, s), 6.79-6.96 (3H, m), 7.16-7.24 (1H, m), 7.36 (1H, t), 

7.53 (1H, t), 7.69-7.74 (2H, m). 

mmm 6 a id 

2-^/1^-2- { [4- ( {2-^^-5- [2- (MJ7;^n^f^) 
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Me Me 

!4/&115-116 < C; 1 H-NMR (CDC1 3 ) 5 1-48 (6H, s), 2.37 (3H, s), 4.86 (2H, s) , 

6.70 (1H, s), 6.93 (2H, d), 7.36-7.39 (1H, ra), 7: 45 (2H, d), 7.53 (1H, t), 
7.70-7.73 (2H, m). 

mmm 6 ( 1 1 8 ) 

2-^^/W-2- { [3- ( {2-^^-5- [4- (h!)7/l/to^f/U) 




fit£l27-128°C; 1 H-NMR (CDC1 3 ) 5 1.49 (6H, s), 2.38 (3H, s), 4.83 (2H, s), 
6.75 (1H, s), 6.95-6.99 (1H, ra), 7.10-7.13 (2H, ra), 7.21-7.27 (1H, m), 7.58 
(2H, d), 7.68 (2H, d). 




mmw6 (119) 

2 - ( {3- [ (2->f/l/-5-7x^/U-3-7!j/W) ^ h 
O^Me 

/ if Me Me 




W&Ml 13-1 14°C; 1 H-NMR (CDC1 3 ) 5 1.55 (6H, s), 2.37 (3H, s), 3.87 (2H, s), 
4.84 (2H, s), 6.64 (1H, s), 6.81-6.85 (1H, m), 6.91-6.97 (2H, m), 7.17-7.24 
(2H, m), 7.33-7.36 (2H, m), 7.59-7.62 (2H, m) . 
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nrnme (120) 

2- [ (3- { [2-^^-/1^-5- -3- 




igi£l21-122 0 C; 1 H-NMR (CDC1 3 ) 6 1.55 (6H, s), 2.34 (3H, s), 2.36 (3H, s), 
3.87 (2H, s), 4.83 (2H, s), 6.58 (1H, s), 6.81-6.85 (1H, m), 6.90-6.96 (2H, 
m), 7.13-7.24 (3H, m), 7.50 (2H, d). 

mmm e (121) 

[3- (3- {2-^5VU-5- [4- ( h V VtVirn ~7 -3 



'H-NMR (CDCI3 ) 6 1.23 (3H, t) , 2.00-2.06 (1H, m), 2.32-2.38 (1H, 
m), 2.64-2.73 (2H, m), 3.23 (3H, s), 3.60 (2H, s), 3.88-3.93 (1H, m), 
4.06-4.13 (1H, m), 4.43 (1H, t), 6.69 (1H, s), 6.77-6.87 (3H, m), 7.19-7.25 
(1H, m), 7.60 (2H, d), 7.70 (2H, d). 

mmm e (122) 

2-^^/U-2- { [4- (3- { 5 - [4- (M;7;Pto/f 




O 



Et 



F 3 C 



CQ 2 H 
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j§fe,&127-128 °C; 1 H-NMR (CDC1 3 ) 5 1.48 (6H, s), 1.98-2.05 (2H, m), 2.26 
(3H, s), 2.57 (2H, t), 3.95 (2H, t), 6.58 (1H, s), 6.85 (2H, d), 7.43 (2H, 
d), 7.57 (2H, d), 7.67 (2H, d). 



mmme (123) 

3- [4- ( {2-^/V-5- [4- (H)7/^n^f;l/) ~7 -3 




0 
OH 

H&182-183 °C; "H-NMR (CDC1 3 ) 5 2.40 (3H, s), 2.66 (2H, t), 2.92 (2H, 
t), 4.85 (2H, s), 6.78 (1H, s), 6.91 (2H, d), 7.15 (2H, d), 7.60 (2H, d), 
7.71 (2H, d). 



mmm6 (124) 

N — ^ — N — [3- ( { 2 — ^fvl— 5 - [4- ( h V ~7/Vjrzi * - 
7^~)V\ -3-7 VM * h**y) ^^/v] ^Uv/y 




7^77^; 'H-NMR (DMS0-d 6 ) 3 2.34 (3H, s), 2.42 (3H, s), 3.19 (2H, 
s), 3.75 (2H, s), 4.94 (2H, s), 6.93-6.97 (2H, m), 7.04 (1H, s), 7.20 (1H, 
s), 7.28 (1H, t), 7.74 (2H, d), 7.86 (2H, d). 



MM 6 (12 5) 
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3' - ( {2-^^-5- [4- 7x^/P] -3-7 

^ h^rv-) -1, 1' -t'7i^-3-*/^>i 



C0 2 H 



®fe^l78-179°C; 1 H-NMR (CDC1 3 ) 6 2.44 (3H, s), 4.96 (2H, s), 6.82 (1H, s), 
6.99-7.03 (1H, ra), 7.24-7.27 (2H, m), 7.41 (1H, t), 7.52-7.61 (3H, m), 7.72 
(2H, d), 7.82-7.85 (1H, m), 8.08-8.12 (1H, ra), 8.34-8.36 (1H, m). 




f ij 6 (12 6) 

[3' - ( { 5 - [4- (hV7/U^ci^^U) 7 zc =-;V\ 

7VM * h*ri/) -1, 1' -\?7x.=-JV- 3-4^1 ffim 
Me 



-3 - 




^128-129 °C; 'H-NMR (CDC1 3 ) 5 2.41 (3H, s), 3.70 (2H, s), 4.92 (2H, 
s), 6.81 (1H, s), 6.93-6.99 (1H, m), 7.18-7.43 (5H, m), 7.48-7.52 (2H, ra), 
7.59 (2H, d), 7.71 (2H, d). 



H«J7 

3- [3- ( {2-^f;W5- [4- ( hi) ytVJrv j-^-fr) 7^=-^'] -3-7n^ 



N 

O 




F 3 C^ //-^ J 




C0 2 Et 



i^MWL-T hi) 7 J* ( 8 1 m g ) ©7 h7t KB77 ^ffiMStffc (5ml) 
^vMs* * y ffj-gfcx^/u ( 0 . 2 6ml) ^K^TTiiST U 30 ftWfr Vtc 0 
i©Ml-N- (3-*/1^5:/^7^=-/U) -2-^^/1^-5- [4- ( h V 
f-/U) 7i^] -3-7/V7 5 K (0. 5 0 g) ©rF7tKo77« (5 
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Kn77«(5ml-5ml) fcfiBBS-fr* 1 0 %^ i^^-^f 

y;^7^^n-7h^77^- (^IJ-^ : g^^^vl-= 8 : 1#>^5 : 1) T? 
)fif$SiU @#J^ (0. 3 8g) *®i&t LT#fc 0 

gt&134-135°C; 1 H-NMR (CDC1 3 ) 5 1.24 (3H, t), 2.63 (2H, t), 2.72 (3H, s), 
2.96 (2H, t), 4.13 (2H, q), 6.89 (1H, s), 6.99 (1H, d), 7.23-7.31 (1H, m), 
7.41-7.50 (3H, m), 7.64 (2H, d), 7.75 (2H, d). 



3- [3- ( {2-p<^-5- [4- (f!)7^tn^f;V) -7^=.;V] 




3- [3- ( {2-^^/1^-5- [4- (MJ7;^o>f^) -7^~)V\ -3-7n 
-OW 7^7) yaL~jv} ^nic'^^m^^ (0. 3 3g) (DrF7tKo7 

y-summ Omi -3mi) \z i m^mt-r h y ? ^tK^ (1. 

5ml) ^Tb-CMT'lB#Wjt#L7t 0 lMMt#ttiU g^^^vW 
"C«f*iU (2 4 5mg) LT#fc 0 

ife^200-201°C; 'H-NMR (CDC1 3 ) 6 2.62 (2H, t), 2.73 (3H, s), 2.95 (2H, t), 
6.97 (1H, d), 7.24 (1H, t), 7.34 (1H, s), 7.54-7.59 (2H, m), 7.64 (2H, d), 
7.77 (2H, d), 9.01 (1H, s). 



mm s 



• 
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2- { [3- ( {2-^^yV-5- [4- (hU7^tD^f;l/) ~7 ^=->V\ - 



^ffims- [3- ( {2-7^/1—5- [4- (by7/^n^f/U) 7^ 



m 1 ) igfiS^ 1 ^TK^b"^ h y ^^7K^ ( 1 . 2ml) Z^UXDUx^ ^ 

£N, N-v/^f-/V^A7^ K (10ml) fc2§^U 2 -^n^-fg^^^/W 
(0. 2 8g) «:^^T*PX., 6 0°C-e-^^Lfc o 50&$j&7Ka#\ 

io ^^/vx*2[Eittffibfci 0 M&ttmm*m*ffi&^y*i'tJ*x*&m. mmzm 

: mm^^= 1 5 : I7$><b9 : 1) , fa^£#*: 0 
mhftt^mWfo**? (5ml) trh7tKP77y (5m 1) fcjg 

2>>U l^TK^b-T-hy !7^7k^ (3ml) lfflT»-tIifLfc 0 

15 5om<^*§, tk-c«ru ^m.mx*Bifomzmmz.Lti& > mm^^x2m 

O^fttt, (0. 2 4g) ^ H B B ^LT#fc: 0 

86^78-80^; 1 H-NMR (CDC1 3 ) 6 0.96 (3H, t), 1.59-1.95 (2H, m), 2.42 (3H, 
20 s), 3.10 (1H, t), 3.79 (1H, d), 3.88 (1H, d), 4.88 (2H, s), 6.80 (1H, s), 

6.85-6.98 (3H, m), 7.25 (1H, t), 7.60 (2H, d), 7.71 (2H, d). 

mmm9 m ~~mmm9 (4) 

^gt^S- [3- ( {2-^^/1^-5- [4- ( h V 7/U^-n^^-yu) 7^ 
25 —sis'] J b*^) <<lsi?/V] ^t^a-^Dx^r/Vi, 




=^}V\ -3--7VM J h^vO ^O-vvV] (0. 50g) <DJ- $ S — JV (10 
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2- { [3- ( {2-^^-5- [4- (h^/VtD^f/V) 7.c=^] - 

^ ° CH 3 feS 

5 §L£82-83°C; 1 H-NMR (CDC1 3 ) 8 1.40 (3H, d), 2.41 (3H, s), 3.31 (1H, q), 

3.80 (1H, d), 3.90 (1H, d), 4.87 (2H, s), 6.79 (1H, s), 6.85-6.89 (1H, ra), 
6.95-6.99 (2H, m), 7.24 (1H, t), 7.59 (2H, d), 7.70 (2H, d). 

MffiM9 (2) 

10 v?7;vtn { [3- ( {2-^A— 5- [4- (h V 7jv*u * =f-jl<) y^=. 

>v\ — 3 — 7 y /\/} ^ h*\/) *<i/*?as\ mm 

CH3 

7^7 7^©*; 'H-NMR (CDClj-DMSO-ds) 5 2.36 (3H, s), 4.02 (2H, s), 

4.80 (2H, s), 6.74 (1H, s), 6.80 (1H, dd), 6.90 (1H, d), 6.95 (1H, s), 7.16 
15 (1H, t), 7.56 (2H, d), 7.66 (2H, d). 



1- { [3- ( {2-^^vv-5- [4- (hi) 7 tvarx2^=f-,v) y^—jV] - 



20 




S4,&121-122°C; 'H-NMR (CDC1 3 ) 5 1.87-1.99 (1H, m), 2.11-2.25 (3H, m), 2.41 
(3H, s), 2.63-2.73 (2H, m), 3.78 (2H, s), 4.86 (2H, s), 6.78 (1H, s), 6.83-6.86 
(1H, m), 6.92-6.96 (2H, m), 7.22 (1H, t), 7.58 (2H, d), 7.69 (2H, d). 
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mmm9 u) 

2- { [3- ( {2-^^-5- [4- (hy7;^D^f/U) 7* - 



Si^61-62 0 C; 1 H-NMR (CDC1 3 ) 5 0.83 (3H, t), 1.26-1.45 (2H, m), 1.55-1.66 
(1H, ra), 1.76-1.88 (1H, m), 2.41 (3H, s), 3.18 (1H, t), 3.80 (1H, d), 3.87 
(1H, d), 4.88 (2H, s), 6.79 (1H, s), 6.87 (1H, dd), 6.97 (1H, d), 6.99 (1H, 
s), 7.25 (1H, t), 7. 60 (2H, d), 7.71 (2H, d). 

1 0 

{2- [ (2- {2-^^-5- [4- (HJ7;vto^f;v) - 

mm 



1- { 2 -^/l— 5 - [4- ( hi; "7/M-n^^vV) 7x^] -3-7!) 
,V} (0. 4 8g) % 4 7 % Jl^TkiJf @£ (ll) , MfcWt (2ml) CO^ 

znfvl^— tvu- (2 0ml) Pgm^ (9 l/i 1 ) (7)v^xf/H-r^ (5 

ml) ^^0°CT^P^. tO^^ 1 5#Wif#Lfc 0 &/&MSrI»^/V-e% 

(2-^/1^^-4-^/1— 1, 3-f7/-/V-5 — f/V-)M^^/>(0. 
4 3 g) <D"r h7t KC2^7> (2ml) feW^ 1 , 8-^Tift^>^o [5. 
4. 0] -7 -^^7**^ (0. 32ml) 4rMt?AD^., lO^MPlfc, 
'febtitcm-S-M*. ±TWci^Orh7t Ku75> (2 0ml) J^jKtcM 




Me 



O 
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3 : 1 *»P> 1 : 1) , mft&'&ti 0 

&tbti1tmft& * * S —/l> (5ml) i:7l>7tKo77V (5ml) t^7}> 
U laJ&TkMWb^-h U $J»*m& (2m l) £}JP;L, M-C— Bfe£#Lfc„ S 

m.3L^-jV=l : 1 j6»G>SHtec?vl/) , ^i^J^MrfbLT, S#J4£> (5 4m 
g) tft*HT#fc. 

jSk^l40-143 , C; 1 H-NMR (CDC1 3 -DMS0-d 6 ) 6 2.31 (3H, s), 2.70 (3H, s), 3.66 
(2H, s), 4.46 (2H, s), 7.10 (1H, s), 7.64 (2H, d), 7.75 (2H, d). 

mmm 1 1 

[2- (2- {2-^/W-5- [4- (hy7/Utn^f/W) 7x^] -3 

F 3C— (\ /) (\ if N 




.CO^Et 

4- [ (3- {2-^^-5- [4- (hy7^tn^f/U) ^^^/U] -3 
-7!)^} ^n^V-f^) T^y] -3 y^^fifct^vu (0. 4 6g) 
t Ko77« (10ml) i:n-7V^I (0. 6 6 g) Sr^P^i, 
7 0 o CT'lB#p H ^#U7c o 8ftfrttjBEe£U m&tltiiU±J&W**>V Ufj^U 
h^77^- -eiuTHtiL (— : BB»3i^=6 : lJ&»e>2 : 
l) N Bttrife (o: 4ig) *MftiLtl|fc. 

'H-NMR (CDC1 3 ) 8 1.26 (3H, t), 2.24 (3H, s), 2.85 (2H, t), 3.20 (2H, t), 
3.79 (2H, s), 4.18 (2H, q), 6.58 (1H, s), 7.48 (1H, s), 7.57 (2H, d), 7.67 
(2H, d). 
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mmmi 1 (D -nmmi 1 o) 
mmm n ( 1 ) 

(2- {2-^^7U-5- [4- (M)7^P^f^) 
~JV] -3-7VM x-T'/l') - l , 3 -=f-T *S—/v- 5 — < jV\ 



( JlMttl& ; 1 H-NMR (CDC1 3 ) 6 1.26 (3H, t), 2.24 (3H, s), 2.34 (3H, s), 2.82 
(2H, t), 3.15 (2H, t), 3.69 (2H, s), 4.17 (2H, q), 6.59 (1H, s), 7.58 (2H, 
d), 7.66 (2H, d). 

mmmi 1(2) 

[4— ( yyvt°;\'-2- (2- {2-^^-5- [4- (MJ7/^u^f 
;V) ~7*.—>V\ -3 -7 \) /Is} ^-^-/V) -1, 3 -^"7/ — f\s— 5—^ /K) 



; 1 H-NMR (CDC1 3 ) 5 1.21-1.28 (9H, m), 2.21 (2H, s), 2.83 (2H, t), 
2.98-3.05 (1H, m), 3.20 (2H, d), 3.70 (2H, s), 4.16 (2H, q), 6.58 (1H, s), 
7.57 (2H, d), 7.66 (2H, d). 

mmm n ( 3 > 

[4-^^/1^-2- (3- {2-^^-5- [4- (hJl7^D>f;P) 7 
ai^i/V] - 3 -Z7 V M -fn fcVW) - 1 , 3 - fry-^- 5 gfcSfe^c^- 




Me 



CQzEt 
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CQ>Et 



; 'H-NMR. (CDC1 3 ) 6 1.27 (3H, t), 1.98-2.09 (2H, m), 2.28 (3H, s), 
2.33 (3H, s), 2.46 (2H, t), 2.94 (2H, t), 3.69 (2H, s), 4.18 (2H, q), 6.59 
(1H, s), 7.57 (2H, d), 7.67 (2H, d). 

mmm 1 2 

[2- (2- {2-^/1—5- [4- (M)7;^D^f-;P) 7 -3 
-7U/U} -i, ;v- 5--T^] ra^^ 



4- [ (3- {2-^^/1—5- [4- ( hV -7)V3rvi*^)V) -7^=./V\ -3 
-7VJV} zfu;</s(;V) T^y] -3-^-^y^^^^^/W (0. 4 0g) 
<DN, N->^ 5vMv^T5: (5ml) k^^-^mt]) is (0. 13m 

i) 7 cc-ci^wm^ufco fmwM**mx., mm^^ 

;u=5 : ld»6>2 : 1) g#j$3 (0. 3 0 g) £$J»J<t LT#fc 0 

1 H-NMR (CDC1 3 ) 6 1.26 (3H, t), 2.27 (3H, m), 2.83 (2H, t), 2.97 (2H, t), 
3.67 (2H, s), 4.16 (2H, q), 6.54 (1H, s), 6.85 (1H, s), 7.56 (2H, d), 7.65 
(2H, d). 

mmmi 2 (d ~mmmi2 (2) 




MM 12(1) 
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[4-^^-2- (2- {2-^5^-5- [4- (h!J7^n^f/U) ~7 
ol~;V) -3-7VM 3^/U) - 1 , 3 —UrttVr-fl'— 5 — f AO W^k^ 
A 



?fi#c4£j ; 1 H-NMR (CDC1 3 ) 6 1. 25 (3H, t), 2. 10 (3H, s), 2. 27 (3H, s), 2. 79-2. 84 
(2H, ra), 2.89-2.95 (2H, m), 3.60 (2H, s), 4.16 (2H, q), 6.54 (1H, s), 7.56 
(2H, d), 7.66 (2H, d). 

mmmi 2 (2) 

[4— ( y^n fc°A-2- (2- {2-^A-5- [4- (hy7^o^f 

A) yU] -3-7V;U} -1, A- 5 W? 
$?3^A 



'H-NMR (CDC1 3 ) 5 1.20-1.27 (9H, m), 2.25 (3H, s), 2.74-2.84 (3H, 
m), 2.88-2.98 (2H, m), 3.61 (2H, s), 4.15 (2H, q), 6.51 (1H, s), 7.56 (2H, 



•$mm\ 3 (1) <^-$mm\ 3 (7) 

mmm 1 1 , mmm 1 2 Ti#^nfc^*7vM££, nsfe^j 8 fc^ lt^?*^.}: «? 





d), 7.65 (2H, d). 



mmm 13(1) 

[2- (2- {2-^A-5- [4- (h!i7/^D^f/U) 7x=;U] -3 
-7!i;i/} a: ^yu) -1, 3-f7)/-/i/-5-^/P] ffiWi 
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®L&143-145°C; 1 H-NMR (CDC1,) 8 2.22 (3H, s), 2.83 (2H, t), 3.21 (2H, t), 
3.83 (2H, s), 6.55 (1H, s), 7.52 (1H, s), 7.56 (2H, d), 7.65 (2H, d). 

mmmi 3 (2) 

[4-^^/1^-2- (2- {2-^^/U-5- [4- (h!)7^0^f;v) 7 
=r.=-;V] -3-7D/V} ^^/u) -1, 3-f7/- — f/U] 




H6^168-169 < C; 1 H-NMR (CDC1 3 ) 8 2.22 (3H, s), 2.34 (3H, s), 2.79 (2H, t), 
3.16 (2H, t), 3.72 (2H, s), 6.55 (1H, s), 7.54 (2H, d), .7.64 (2H, d). 

H1M1 3 (3) 

[4— T y^ p afc°/V-2- (2- {2-^^-5- [4- (MJ7;^n^f 
/l^) 7oc=yU] -3-7D/I/} ai^yuO -1, 3-^7^- /V— 5->f/U] Bt& 




Rfej&176-17rC; 'H-NMR (CDC1 3 ) 8 1.24 (3H, s), 1.26 (3H, s), 2.20 (3H, s), 
2.81 (2H, t), 2.99 (1H, quintet), 3.16 (2H, t), 3.75 (2H, s), 6.53 (1H, 
s), 7.56 (2H, d), 7.63 (2H, d). 

mmmi 3 (4) 

[4-^^/U-2- (3- {2-^^-5- [4- (h!/7^a>f;l/) ~7 
sc^/V] - 3 V M \fjv) - 1 , 3 -f7/-/V- 5 — OKI B^Ife 
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^ " V " ,C0 2 H 

Ml62-163°C; 1 H-NMR (CDC1 3 ) 6 1.96-2.07 (2H, m), 2.27 (3H, s), 2.33 (3H, 

s), 2.45 (2H, t), 2.97 (2H, t), 3.72 (2H, s), 6.58 (1H, s), 7.56 (2H, d), 
7.66 (2H, d). 



mifcmi 3(5) 

[2- (2- { 2-?i^-JU- 5 - [4- (hy7^n^f;U) y ol=.>V] -3 
.Me 




Sk^C143-144 < C; 1 H-NMR (CDC1 3 ) 8 2.24 (3H, s), 2.81 (2H, t), 2.99 (2H, t), 
3.71 (2H, d), 6.52 (1H, s), 6.90 (1H, s), 7.54 (2H, d), 7.62 (2H, d). 



mmmi 3 (6) 

[4-^/1 — 2- (2- {2-^^-5- [4- (h V 7 jV*u * fvU) y 
^=-;V\ -3-7U/U} -l, /v— 5->fyu] 




S!llAl20-121 o C; 1 H-NMR (CDC1 3 ) 5 2.09 (3H, s), 2.24 (3H, s), 2.79 (2H, t), 
2.93 (2H, t), 3.63 (2H, s), 6.51 (1H, s), 7.54 (2H, d), 7.62 (2H, d). 

%Vm \ 3 (7) 

[4 — ( yzfv (2- {2-^^/V-5- [4- (M7/^u^f 

/u) y =. -3-y])M — 1, 3-*-3mj-:A-a— 5— ^/p] gfc 
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CQjH 



®y=U26-128°C; 'H-NMR (CDC1 3 ) 5 1.18 (3H, s), 1.21 (3H, s), 2.26 (3H, s), 
2.75-2.82 (3H, m), 2.95 (2H, t), 3.65 (2H, s), 6.47 (1H, s), 7.52 (2H, d), 
7.61 (2H, d). 



nmm 1 4 

2- { [4- (3-7 H=^>-2, 2-v J ^^-^-3-^-^y^'ntVW) 7x7 
^vO t^-M -5- [4- (MJ JV\ -Z-7vm.2 



2-7^/^-5- [4- (biJ7/Vtn^fyl') 7x=;v] -3-7ng?2- (h 

yyf^>!;^) (2. 5g) (D^m^/^w. (somi) (12, 2' 
-tv\zx wy7'fph=^y/^) (0. 1 i g) % n-7p^^^ 5: 

K (1. 2 0g) Sr^x., 5B#f^ ftl!&SiftL;fc„ *tt«r«JE«*U 

£#fco wMN, N-^fMM7? K (5 0ml) 

y>7^ (1. 40g) , 3- (4-t Kn^>7x=/l/) -2, 2-i?* s ?/Vzf 

a yfHr^m* <f-iV ( 1 . 5 5 g ) Srfln*., 2 R$|HK 5 0 °CT 1 ^fBIJJH^ U 

20 ftjft, ^SrWEEg^bfeo S^v'y*y^7A^a-vh^77^- 

-tf-^ : ftgfac^=2 0 : l^blO : l) U 3ft4fe (2. 6 8 g) £ 

1 H-NMR (CDClj ) 6 0.07 (9H, s), 1.07-1.11 (2H, m), 1.16 (6H, s), 2.79 (2H, 
s), 3.64 (3H, s), 4.34-4.40 (2H, m), 5.39 (2H, s), 6.92 (2H, d), 7.00-7.05 



5 



10 
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(3H, s), 7.63 (2H, d), 7.75 (2H, d). 

mmm 14 en 

2- { [4- 1 As- 2, h*~» 7x/ 

=*-^] t^-As} -5- [4- (M)7/Vtn^f/U) -3-7PSI2 



2-^^-5- [4- (H)7/Vto^f/V) 7^-^] - 3 -7n^2- (h 

ffctWH-NMR (CDC1 3 ) 6 0.07 (9H, s), 1.05-1.14 (2H, ra), 1.26 (3H, dt), 
1.54 (6H, s), 4.23 (2H, q), 4.33-4.42 (2H, m), 5.37 (2H, s), 6.81-6.95 (4H, 
ra), 7.05 (1H,. s), 7.64 (2H, d), 7.76 (2H, d). 

mmm 1 5 

2- { [4- (3-^h=^>-2, 2-^^^-3-^-=3ry^°cr if/U) 7 « y 
-5- [4- (hy7;l^tn^f;w) 7 =*~;V\ -3-7P® 



2- { [4- (3-^hdr->-2, 2-V/J-fr-Z-**y7°Vi 7=^S 
-5- [4- (hy7/WtD^f;W) 7xr./l/] - 3 -7dS2 
- ( h V * f-fr^ y /U) ( 2 . 6 5 g ) ©f h7t Kb 7 7 ( 5 0 

ml) (Cfh7-n-7'f;l'7y ; e-7A7o7^ K (7h7tKn77^t 
(1M), 5. 7m 1) SrAO*., iiat'-«Lfc, B^^^t^f^ tK> 

«E&f5i|giP B (^■fri'-Mfc^AO -CttfilU BWto (1. 7 6g) 




o 



Me 
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®L&153-155°C; 1 H-NMR (CDC1 3 ) 5 1.17 (6H, s). 2.80 (2H, s), 3.65 (3H, s), 
5.41 (1H, s), 6.94 (2H, d), 7.05 (2H, d), 7.11 (1H, s), 7.65 (2H, d), 7.77 
(2H, d). 

mmm 15 (d 

2- { [4- (2-^h=3r^-l, l-i?*^;\<>-2-st*yx. b*is) 7 ^ J 
-5- [4- (h!J7;^n^f;W) 7 -3-7ot 



H»J14 (1) «2- { [4- (2-*-Y*i/-\, \-V*?-J\>-2.- 
^y^h^r^) 7^/*c->l *7-M -5- [4- (MJ7;^n^f;V) 7 
^=->V~\ -3-7Pi2- (hi) ^^<t?>, H»J15^-T 

ISW£87-88 , C; 1 H-NMR (CDC1 3 ) 5 1.26 (3H, t}, 1.54 (6H, s), 4.22 (2H, q), 
5.38 (2H, s), 6.85 (2H, d), 6.92 (2H, d), 7.09 (1H, s), 7.65 (2H, d), 7.77 
(2H, d). 

mmm 1 6 

3- [4- ( {3- (tKo^^f^) -5- [4- (MJ7^tn^f^) 
7x=;u] -2-7l)yW J ^-/K] -2, 2 ^/K/ci tr^-^ 



2- { [4- (3-^b^>-2, 2-^5 L ^-3-t^y7 B ot°;l') 

-5 - [4 - ( h y 7y^n^V/V) 7rc-^] -3-7d||(1. 
6 0g) ©Th7tKn77 ^fiSftt (40ml) 7K^TT% h y xf;V7 ^ 




o 
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V (0. 5 8ml) x ^on^xf/l/ (0. 3 7ml) SrWItCl^T U ^t&T* 
3 0#*i#U$: 0 -2 0 o CWfrfcP^ T^M^^M*^ (0. 3 3g) <Sr 
AD^x ov^T\ **J->V (2 0ml) 2B#P H m#Ufc 0 HfSi 

-7 is $j*X'%L$i, mmzw&miz Ltc 0 mm* ^v^j ?a^pvf^ 

77^- (^rlfV : BfcBfc^/l^ 5 : l^b2 : 1) TitiS* U (1. 
1 6g) 5r»at#fc 0 

1 H-NMR (CDClj) 5 1.17 (6H, s), 2.80 (2H, s), 3.63 (3H, s) , 4.60 (2H, s), 
5.08 (2H, s), 6.82 (1H, s), 6.89 (2H, d), 7.04 (2H, d), 7.62 (2H, d), 7.75 
(2H, d). 

mmmi q (d 

2- [4- ({3- (tKndf-^fyV) -5- [4- ( h V 7 * 



2- { [4- (2-^h^>-l, l-^f/W-2-t^yih^rv') 

^tvO -5- [4- (Hl7/Vto^f/V) 7i- /W] -3-7Pi^ 

t&VtW H-NMR (CDC1 3 ) 5 1.27 (3H, t), 1.54 (6H, s), 4.24 (2H, q), 4.59 
(2H, d), 5.05 (2H, s), 6.81 (1H, s), 6.86 (4H, d), 7.62 (2H, d), 7.75 (2H, 
d). 




mnm 1 7 

3- [4- ( {3- (t KD^rv/^f^) -5- [4- (h y ^/i^n^^) 
37^=/l/| -2-7>J/W /U] -2, 2-^f^7 , nt°ty 



WO 2004/022551 



PCT/JP2003/011308 



294 




OH 



gt^C91-92°C; 1 H-NMR (CDC1 3 ) 5 1.20 (6H, s), 2.82 (2H, s), 4.56 (2H, s), 
5.05 (2H, s), 6.76 (1H, s), 6.89 (2H, d), 7.10 (2H, d), 7.59 (2H, d), 7.70 
(2H, d). 

mmm 1 8 

2, 2 [4- ( {3- { [ (7x7 Jr* 
i/] -5- [4- (M;7^n^f;V) y =^=-;V] -2-7JJ/U} * 



3- [4- ({3- (t Kn^^f/k) -5- [4- (M)7/l/tD^f/V) 
7x^/1^] -2-7U/H 7 H^vO -2, 2-^f-^7nt^y 

SM^W- (0. 4 0g) (DT-th-hV^mm (5ml) {CI 4 — (^f^7 5 

y) t°y v 5 ^ (o. 211 g) zmz.. 7K^t-t?^ ap^^-y ^i7i^ (o. 

13 2ml) £MTU 7K^TT'30^. MT?3 0#f«#L7i o g^ai^/VC 
3rlRU tK, f&fD^7KTgfe^L7t 0 MTKa^^^^i.T^M, 
g*L7c„ 7J^Vi<7J7Ai7o^ h^77^- (-^1^ : M^^/P 

= 30:1H5:1) ^M^U (0. 4 0 g) *W#i%)t bT#7b 0 

1 H-NMR (CDC1 3 ) 6 1.17 (6H, s), 2.80 (2H, s), 3.64 (3H, s), 5.13 (2H, s), 
5.52 (2H, s), 6.89-6.92 (3H, m), 7.02-7.10 (3H, m), 7.19-7.33 (2H, m), 
7.37-7.47 (2H, m), 7.62 (2H, d), 7.76 (2H, d). 
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m^m is ( i ) 

2-^/1^-2- [4- ( {3- { [ (7x/^5/^*ft>f^) * 
^/W -5- [4- (MJ^/P^-o^^/V) 7x= /V] -2-7U/P} h*i/) 



2- [4- ( {3- (t Ko^^f^) -5- [4- ( h y 

; 1 H-NMR (CDC1 3 ) 6 1.26 (3H, t), 1.54 (6H, s) , 4.23 (2H, q), 5.11 
(2H, s), 5.51 (2H, s), 6.87-6.91 (5H, m), 7.09 (2H, d), 7.31 (1H, d), 7.38-7.45 
(2H, m), 7.64 (2H, d), 7.77 (2H, d). 

mmm 1 9 

2, 2-v^^vl--3- [4- ( {3-^^-5- [4- (h!J7;^o^f 



2, 2-v J ^/l'-3- [4- ( {3- { [ 

iX] *?vW -5- [4- ( h !J ^/l^n^^vl-) /W] -2-^yyV} * 

h^vO 7°nk°t^^ (0. 4 0g) <D hAo^$g|£ (5ml) 

\Z2, 2' -7^^ (^y^fah^hy/l/) (0. 0 2 2 g) .TkmithV 

•f^-jv^ (o. 2 7mi) ^pxl. 2mmmmmm.^tz 0 mm^mm.m^. 
a>&4 : 1) s&jm (0. i7 g ) zmvtMtvxmco 

'H-NMR (CDCI3) 6 1.17 (6H, s), 2.11 (3H, s), 2.80 (2H, s), 3.65 (3H, s), 
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4.98 (2H, s), 6.62 (1H, s), 6.90 (2H, dj, 7.04 (2H, d), 7.59 (2H, d), 7.53 
(2H, d). 

mmm 19(1) 

2->^-2- [4- ( {3-7<^-5- [4- (M)7/Vtn>f;l/) 7 



2-^^-2- [4- ( {3- { [ (7x^^;^^/l') ^ 
?vW - 5- [4- (M)7;^n^f^) -2-7!J/H ^ h=^>0 

Jfi>tfc«a ; 1 H-NMR (CDC1 3 ) 5 1.27 (3H, t), 1.54 (6H, s), 2.09 (3H, s), 4.23 
(2H, q), 4.95 (2H, s), 6.62 (1H, s), 6.86 (4H, d), 7.60 (2H, d), 7.73 (2H, 
d). 

•mm 20 ( 1 ) , mmm 20 (2) 

mmm 1 9 % mmm 19 (d xmhtitc^T/^^mmm 8 t*^ Lttmiz 

HJS0!l2O (1) 

2, 2 -v^5vW-3- [4- ( {3-^^-5- [4- (h!)7^to^f 



(Hl^l24-126 c C; 1 H-NMR (CDC1 3 ) 8 1.20 (6H, s), 2.09 (3H, s), 2.84 (2H, s), 
4.97 (2H, s), 6.60 (1H, s), 6.91 (2H, d), 7.10 (2H, d), 7.58 (2H, d), 7.71 
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(2H, d). 



2 0 (2) 

2-^A—2- [4- ( {3-^^/U-5- [4- (h!J7^n^f^) 7 
^-yl/l -2-7 VjV) ^ h*is) 7xy^>>] /P^SI 



F 5 C- 



O^XO 2 H 
Me Me 



Me 



St6ll6-117°C; 1 H-NMR (CDC1 3 ) 5 1.55 (6H, s), 2.10 (3H, s), 4.97 (2H, s), 
6.61 (1H, s), 6.92 (4H, s), 7.59 (2H, d), 7.72 (2H, d). 



2 1 - a 

2-7^^-2- [4- ( (E) -2- { 2-*^->V- 5- [4- (h])7/^ 
-?=c=.;v\ -3-7])M =c-"r— >V) 7=^;*^ 7°nfc'ty|?xf 




Me Me 

V 

O^C0 2 Et 



mmm 2 1 - b 

2-*=3-/\'-2- [4- ( (Z) -2- 5- [4- ( h 9 

. u^^-sv) 7 ^ -3-7VM ^-y-=-jv) 7i/^] 7*d t'ty^xf 

2-^^/1^-5- [4- ( 7x^] - 3 -7/W7/Ufk 

K (1. Og) ©N, N-^fM^7 5MW (20ml) (C [4- (2 
-^hdf->-l, 1 -S^Tvi'- 2-^-dry^ 'O'^] (M)7i- 
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>V) **7fc~?A -fxi ^ K (2. 6 6 g) „ fiftBtU V "7 J* (0. 8 2 g) £r#D 

(^fl^ : RK^^=3 0 :1*>&10: 1) T?fi«KU S 
#J#3 (E#;0. 53 gl Zft;0. 5 4 g) ZZtl^frs m&k ttffc, 
2-^^-2- [4- ( (E) -2- {2-^^-5- [4- (MJ7/>t 

J\s : gt£99-100°C; 1 H-NMR (CDC1 3 ) 5 1.26 (3H, t), 1.61 (6H, s), 2.45 (3H, 
s), 4.24 (2H, q), 6.73 (2H, ABq), 6.82 (2H, d), 6.92 (1H, s), 7.34 (2H, 
d), 7.60 (2H, d), 7.72 (2H, d). 

2-^^-2- [4- ( (Z) -2- {2-^^-5- [4- (h!l7/I/t 

: |Rj&84-85 , C ; 1 H-NMR (CDC1 3 ) 5 1.24 (3H, t), 1.61 (6H, s), 2.28 (3H, 
s), 4.22 (2H, q), 6.23 (1H, d), 6.42 (1H, s), 6.48 (1H, d), 6.78 (2H, d), 
7.20 (2H, d), 7.551 (2H, s), 7.558 (2H, s). 

H160H2 2 (1) , H»J2 2 (2) 

mmm 21-a, mmm 2 1 - b xmhtit^^^^mmm s x^ i^tc^m 



mmm 22 ( 1 ) 

2-^^-2- [4- ( (E) -2- {2-^^-5- [4- ( h !J 7/Ut 




St£l40-141 o C; 'H-NMR (CDC1 3 ) 5 1.63 (6H, s), 2.45 (3H, s), 6.77 (2H, ABq), 
6.92 (1H, s), 6.93 (2H, d), 7.39 (2H, d), 7.60 (2H, d), 7.72 (2H, d). 
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mmm2 2 (2) 

2-/*^W-2- [4- ( (Z) -2- {2-^/1'- 5- [4- ( h y 7/^ 



Bt£ll7-118°C; l H-NMR (CDCI3 ) 5 1.61 (6H, s), 2.28 (3H, s), 6.27 (1H, d), 
6.41 (1H, s), 6.49 (1H, .d), 7.87 (2H, d), 7.25 (2H, d), 7.55 (4H, s). 

MMM 2 3 

2 — * =f-iV— 2 - [4- (2- {2-/-^vV-5- [4- ( h !i 7;vtn^f /W) 



2-*^/V-2- [4- ( (E) -2- {2-^^-5- [4- ( h U 7^^- 
ny^vk) 7x- /W] -3-7U;!/} ai^^y^) ^^y^v-] t 0 ^->-^^i^- 
>V (0. 3 4g) ©h/Uxy-x^/-^ii (4ml -lml) |C7dd 
by* (f!J7x^^7^7) nv^A (I) (0. 69mg) £AP;t> 6 

TO^?r^>iib, ^^M/E@*L^ 0 glitzy TjyVUTJ^^^ 
P7h^77>f- (^^rl^ : f^^A-= 2 0 : 12)^5 : 1) t'HSU g 

mm io. i8 g ) iri^atiifc, 

S4,&99-100°C ; ' H-NMR (CDC1 3 ) 5 1.25 (3H, t), 1.58 (6H, s) , 2.09 (3H; s), 

2.62 (2H, t), 2.77 (2H, t), 4.23 (2H, q), 6.51 (1H, s), 6.77 (2H, d), 7.00 
(2H, d), 7.57 (2H, d), 7.66 (2H, d). 

mmm 2 4 

2-7<^vU-2- [4- (2- {2-^^-5- [4- (hy7^P^f^) 
7^^;V\ -3 -7!) /is} T^y^y] yut'jr^m 



F 3 C 




C0 2 H 
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Me Me 

y 

■CXO2H 

2-^^-/1^-2- [4- (2- { 2 -t^f-jV- 5 - [4- (MJ7^tn>f;V) 
71=^] -3-7U/W y^;*is] T'nft^xf/^f), HJfe 

gLft87-88°C; 1 H-NMR (CDC1 3 ) 8 1.51 (6H, s), 2.09 (3H, s), 2.60 (2H, t), 
2.76 (2H, t), 6.50 (1H, s), 6.84 (2H, d), 7.02 (2H, d), 7.55 (2H, d), 7.62 
(2H, d). 



mmm 2 5 

10 2-^^-2- {4- [ ( {2-7*^-5- [4- (MJ7/^n^f;V) 

/=\ O^JVle Me 

{2-*7-/ls- 5- [4- (Mj7/^n^f;V) -3--7U/W y 

— A- (0. 3 5 g) , *? (4- (1 - (^h^r^X;^—^) -l-f^fr 
15 aihdr>» v?*yW:7 >f K ( 1 . 3g) |:7b7tKn77y (20m 

1 ) (£^7)> U ' h V Zf^-fV-^Ts 7 (1ml) ^P^L, ^?£-e— Bfejf # Ufc 0 
U a^^±^Si4-> y # y/V^7 7^^ovh^77^- : 

ffilU ^fA- (0. 4 9g) <H#fc 0 A (10 0ml) m««»u 1 

20 NTkiftte-j- h y (i0mi) **qx. % we-«fe«^ufc. 

BH/S112-113 °C; 'H-NMR (CDC1 3 ) 5 1.60 (6H, s), 2.07 (3H, s), 3.80 (2H, 
25 s), 6.64 (1H, s), 6.85 (2H, d), 7.28 (2H, d), 7.58 (2H, d), 7.67 (2H, d). 
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mmm 2 6 

2 {4- [ (3- {2-*=f-)V- 5 - [4- (h!J7;^n^f 



###Jll (1) "Cl#bttfc3- {2-p<^-5- [4- ( h y :7/^;<j-ct7{^ 
mtmm^vx, nmwzmco 

Wfctfo ; l H-NMR (CDCI3 ) 6 1.59 (6H, s), 1.82-1.90 (2H, m), 2.29 (3H, s), 
2.50 (2H, t), 2.87 (2H, t), 6.53 (1H, s), 6.86 (2H, d), 7.27 (2H, d), 7.57 
(2H, d), 7.66 (2H, d). 

Mlfoffl 2 7 

2-^^-2- ( {4 - [ ( 5- [4- ( h y :7Ao*-np<^vU) 



{2-^^-5- [4- (h!)7/^n^f/>) -3-7U/W ^ 

ZJ—JV (0. 7g) Sr^^/l^ (7ml) (C^U ?K^T, (0. 

7 3mi) zm?L. mux i . 5 &fmm& vtc 0 m^m-r v y vj**Mm* k 
x%Lm. mmz^izistio m^dmf (5mi) t^a>u 2- c (4-r^ 

y-<^vvu) ^] -2-^^/^ci t^i/g^^A- (0. 5 g ) % gmfrM-f 

hyt7A (0. 5 g ) ^Mtl. 6o°a 2&fffltof&vtc 0 mmfcrn-r h j** 

(^W^M : -C«fK, tt^tt (0. 4g) £#fco 





Me 



Me 
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y— ;v (5 0ml) {C^U 1 N*MMb^- h V ?-kzM§i& (5ml) Sr^Px., 
8 0°C-C2. 5B#RMfftLfc 0 1 N^^^7R^^*DX., g^^A- 

*Ufi*§iSIS:#fc. ftifcn^vi, -^I^T^ffii&IiU (0. 3 3g) 

S&,&139-141 'C; 1 H-NMR (CDC1 3 ) 6 1.58 (6H, s), 2.37 (3H, s), 3.82 (2H, 
s), 4.06 (2H, s), 6.60 (2H, d), 6.71 (1H, s), 7.16 (2H, d), 7.58 (2H, d),7. 68 
(2H, d). 



1. ^ir/i^J 

(1) 2- [ (3- { [5- (4-7;^n7i=^) -2-^f/1^3-7y^] * h 
'O'vVvO ^^-] -2-^f/^ot°ty|S lOmg 

(2) h— ^ 9 Omg 

(3) IWtA-feyvn— * 70mg 

(4) ^fTD^^^A lOmg 



(1) , (2) t (3) &£Tf (4) ©i/2^js^3b^, mmwz. ^tl 

\z.n*)<D (4) ^PX-T^^if^^^^ir/H^Ai-^o 
2. ^^-fe/HM 

(1) 3- [2-^^/1^-4- ( (2->f;^5- [4- (h!;7yl/to^f/W) 7^ 



1 8 Omg 



1 Om g 



(2) 7^ 



9 0m g 



(3) ^ H B B -1?/i-n-^ 



7 Omg 
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(4) ^fTUVtv^-y^ lOmg 

1^77°-fe^ 1 8 Omg 

(1) , (2) t (3) *3j;tf (4) 0>l/2&JSfPLfc&, lH^{b-r5 0 rtL 
I^OO (4) ^D^T^:#:^ify^^^7 e -tr/HvlS-A-t-6„ 
3. 

(1) 2- [ (3- { [5- (4-7;l'tn7i^) -2-p< 3-7 V >V\ * h 
drv-} <<**?M ^^"] -2-^Wnety8 lOmg 

(2) 79 h—X 3 5mg 

(3) =i — ^ 15 Omg 

(4) ^^ir/vn— ^ . 3 Omg 

(5) ^T7yy|v^v'^ 5mg 

1^ 2 3 Omg 

(1) , (2) , (3) , (4) <D2/3$o£Xf (5) ©l/2»^ 
4W3o a<9<£> (4) :}o£U< (5) Srr^3|a{^nxLT^iJ(c*pjE^-t-^ 0 

4. figftl 

(1) 3- [2-^^-4- ( {2-^^-5- [4- (MJ7;^n^f^) 7* 
— yv] -3-7 VM * h=¥v-) 7nt°tyi 1 Omg 

(2) 7^ h— ^ 3 5mg 

(3) 3 — ^ 150mg 

(4) j»gfit;H3-7 30mg 

(5) ^f7!Jyiv^i/7J, 5mg 

1 ^ 2 3 Omg 

(1) , (2) , (3) , (4) ©2/ 3*5*1* (5) ©1/2«|, 
fc-TSo (4) (5) Srr^^^APx.T^J^PJEE^-rSo 

5. &mm 

(1) 2- [ (3- { [5- (4-7/uto7x^l/) -2-^^/U-3-7 yyW] ^ h 
^rv'} 'O^) -2-^f^7nftyi 1 Omg 

(2) y h 1 0 Omg 

(3) ^y^VT/Wn-zv 20mg 
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17y^/V 1 3 Omg 

(1) , (2) , (3) ^i2ml(I^i^C &Mmm&7k\Z.t&fr^ T 

(1) 3- [2-^^/W-4- ( {2-^^-5- [4- (FJ)7^D^f/l/) 7 i 

* b^ris) 7x=/l/] 7°n fty^ 1 Omg 

(2) 'f/v'yh 1 0 Omg 

(3) ^yS?/U7/l'3-/l' 2 Omg 

1 T 1 3 0 m g 

(i) , (2) , o) i \zt£^xo^, mtmm&Mz.mfr\^ r 

*&W(D<t&to (i) ^xw<Dmm^mcwfm^nn^mt, ppari^ 

t^PPARtcilljg-rs^A J»Ktta»ttffi:i3J:tf*<0aBSfi^ mm 

fas mmihm. mmmt^mm mx.&, mmm-^mmmmmm 

(I) fi, n&mi)tffii"<*-='i'X J rv—/i>±.ft$L bV?V-*V K{£ 
if£ LTfc^fflT'ifcS. £<bf-, *&W<Dik&to (I) }iGPR4 0ft^|| 
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1.^(1) 




jj*U R 2 tefim^T^T^V^S^g^U StAtee&$;ft,T^Tt J; 

mmm^tcteffinm^-ZTFU x 2 kms^, ^m^-*^«-s (o) n- 

(::t, nfio, i*fc«2^^i-)-^b, Yte!£^3s ^f?fjj^ -s (o) 

m-, -C (=0) — N (R 3 ) -titcn-N (R 3 ) -C (=0) - (R 3 «\ 

*mm*. m&tstix^xh£\< ^m^mm* tz nmm ts nx v > t t> £ v 

tJ:^2tf©l«WI^^t> M 4 fiSm^tbTVNTt>J:VN2{ffi<7)^ 

mmikfrmmz^o «au cd Y«^^^f C ^_ s (o) m-xhz 

M 1 fi/g^Tf*^<, (2) Y^m^XhV, ^OM 1 £>J;TJ<M 2 <Z> if 
■hhfr— W&'&^X-fo&'m, M 1 *5£Z>*M 2 <7){te«^^Tt>, ^U-^T 
t>&<, (3) 3- [3- [ [ (2 5 yu- 3 -77^) # 
/uz£— 7^/] 7^=/W] 4- [ [ (2-^^vU-5- 

7x^-3-77^) 'ZlsH^Wm* 5 - [ [4 - [ (1 

Z) - 2 -*/^>v'- 2 - ^ n nif^] **ls*/<< >V\ -3-7* 
—As— 2 -ft7xy*/i/^y|f, 3- [3- [ [ (2 — ^^vu— 5 -7zl—;v 
-3-77^) 7^7] 7j=/I/] - 2 -^n^Vj^o J;tf4 - 

[ [ (2-^^-5-71^-3-77^) #/U/tf:=vl/] 7$y] 'Oi? 
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3. p^lT-fcSlt^llE^'fk^o 

5 . r 2 tm&ztix^^x h x\<^ ^^x&zm^imML<Dik&®) 0 

7 . ^&%mmfcmm&^mmmmx&z>m#:ig e sen^i^^o 

8 . mm^^m^^^n^ta^ry-jmxh^m^memmcDit^mo 

9. it 



i o . x 1 &&mm*x&zn#:m i iB#a>^«&„ 

i i. x 2 ®?m^*fd{«M^-efc5f»*JSilE«c^'ft:^o 

1 3. Yfc-C ( = 0) -N (R 3 ) - (R 3 fi7K^^. g^nTV^^ «£ 

\<^k7kmm&ttw&tstix\,^xh£\<mmmm&7jkL. mmm+teM 1 

14. R 3 &7kmW.*. Sm$n-CVNTt>J;VNT^=3r/K itll&^tl/'CV t> cfcl^ 
T y -/uX'&Zm 1 3 lEic^k^o 
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16. M 1 % M 2 to£XfM 3 TbK -en-eMtebT, m— *fctt#M;o-CVvCfc 

17. X 2 *Sfift*JR-7-*fctt-S (O) n- (rrt\ n(iO, l*fd«2^^ 

1 iBftOte^, 

18. 5£ ( I ) tf* 

X R 

19. ^ (I' ) ^ 

Y YT>T x Y r 

K\J ft 

2 0. X 1 tfSi&fWFCfc!), X 2 #l*3|*J|C-?-*fctt-S (O) n- (^^T% 

5if #rg 1 9 fBU^b&'fc. 

iitt t «t v ^ ^ i/yt'fc 2 0 fatto-ffc^, 

2 2. X 1 36saft*jH-T--ea) 9 , X 2 asflg^-C&tK Y3ftSlft*iDR-7--e*>0, M 1 
^ffi^£;ft/rv^^ckV^n-^ot 0 l/^T-fc»9,M 2 *5«fct*M 3 ^ig^-efcD, 
M 4 aqt&^nT^Tfc^v^^i^T-fcSft^Kl 9f2S^b^o 
2 3. ^A^^$i^xv^-r'bJ;v^m^^±^ : #^^i^-Cfc6fi^l sfEifco 
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2 4. MAAm®:&tlT\<^Th&\<^Ty--/l^&1ZteW&&tlT\ f ^Xh&l<^* 
(O) n- (lit*, nliO, 1 ScTtf* 2 "CM, M 1 & 

2 S.^A^ft^HTV^k^^Ty-^tt^fc^X 1 dSK*JDR-?-T?«) 9 , 
x 2 tm^x-bK). Y#-S M 1 ^g^^tLrVNTtiV^^l/^ 

M 4 Tbm^tlX^^XhX^^^U^Xh^m^^l 8tS2fiL<Dik-&fo 0 
2 6. ^ ( I ' ) 




9, p^o^fciiitfo^ r 1 ^TK^jg^-efo «9 > r 2 &WM£tix\,^xh£ 
tt)i^f7 :/-vns-e*> <9 , x 1 ^mmm*-?** v , x 2 a**g-s^*fctti** 

u^-cfc 9 , Y^m^*fcfi-c (=o) — N (R 3 ) - R 3 ft 

2 T-*>»K M 1 % M 2 *5it>*M 3 75^ tM*M4Lt, 1*1— £fc 

2 8. R^M^£;ftTV^t>.J:^T/W=¥/K T y — J^'Mfzi'i.i^^ oT/l'^/K'fe 
9. p^o^fc«lT*fc9, R 1 &7kmm.*X&><9 , R 2 ^fi^$tbT^Tt>J: 
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(O) n- (r^T\ nttO, 1 2 T*£> 9 „ YtfSg&fjgH^fcti: 

-C (=0) -N (R 3 ) - (CCt% R 3 i-i^mM'f-, T/^/^fcitTv/U 

2 9 . ft &m 1 IfifWb^^n K7 s> V 0 

3 i. m^.imm(Dit^m^tMt(Dzfu K7 y ^srtt tT*s»rts§^ 
ppAR^m 

p p a r idMig-r zmm^mti ta^mmo 

5 ffiife^^Jo 

37. mmm, mrnimm. >r\>—*sx % t->k— ^ 

3 8. If^llS^^b^^/ctt^O^a Y7y?<DM^m&^mmK&S- 
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-rzzt torn t-rzm^mw ppar <omw%&o 

3 9 . i te.mnit&yo&tz.tezcDT'u y ^(D^m^mmm^^ 

4 O.trtS^P P ARi:ilt5^Mgf MIMt t< l^oiM, 

mmm^mm tt< ts^ owmm. mmm. * tc \zmmm^±x*h sit *s 3 

i-S r £ -T 5^ y v^S8«i. jfiL«H£T£ fcteP /3 ffi^m 

4 4 . i tBtt^b&ttTfefctt*©?'* ^ y*<Dm$jm&miwimz&j§- 

SFStflttW^, »«^4*BIHa£, itSM^ &mm&. 

mti&m. im&m* mmmt. Mt&m&* m<t*&, lem&amm. mm, i& 
4 6. ^rt^^ppARfciijgi-s^aow^/citt^^j^^-rsytfe^ 
4 8 . ftg&& y tk* - = n -/wh##j, h y ^ y -t y k<£t*!L i& 

mm y l/s*y - = u^^n-^ig;T^J*/c««jjilR^t;m^iSJg«i^JSr^5t 



WO 2004/022551 



PCT/JP2003/011308 



311 

4 9. G P R 4 0 g^flcBltBWlfijSSJSrfil^S tc#><Dn?m. 1 ffitt^fc-a^* 
li^o^o Y=7 y y*<DQzm o 

5 1. «*&#! % »tgPW, yh->7, Tv-K— «F 



ft 
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SEQUENCE LISTING 



<110> Takeda Chemical Industries, Ltd. 

<120> Furan or Thiophene Derivatives and Their Use 

<130> 3092WO0P 

<150> JP 2002-261873 

<151> 2002-09-06 

<150> JP 2003-185241 

<151> 2003-06-27 

<160> 12 

<210> 1 

<211> 34 

<212> DNA 

<213> Artificial Sequence 
<220> 

<223> A nucleotide sequence of primer PARD-U 
<400> 1 

aacggtacct cagccatgga gcagcctcag gagg 34 
<210> 2 
<211> 34 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> A nucleotide sequence of primer PARD-L 
<400> 2 

taagtcgacc cgttagtaca tgtccttgta gate 34 
<210> 3 
<211> 33 
<212> DNA 

<213> Artificial Sequence 



WO 2004/022551 
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<220> 

<223> A nucleotide sequence of primer XRA-U 
<400> 3 

ttagaattcg acatggacac caaacatttc ctg 33 
<210> 4 
<211> 33 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> A nucleotide sequence of primer XRA-L 
<400> 4 

cccctcgagc taagtcattt ggtgcggcgc etc 33 
<210> 5 
<211> 36 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> A nucleotide sequence of primer PPRE-U 
<400> 5 

tcgacagggg accaggacaa aggtcaegtt egggag 36 
<210> 6 
<211> 36 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> A nucleotide sequence of primer PPRE-L 
<400> 6 

tcgactcccg aacgtgacct ttgtcctggt cccctg 36 
<210> 7 
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<211> 28 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> A nucleotide sequence of primer TK-U 
<400> 7 

cccagatctc cccagcgtct tgtcattg 28 
<210> 8 
<211> 28 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> A nucleotide sequence of primer TK-L 
<400> 8 

tcaccatggt caagctttta agcgggtc 28 
<210> 9 
<211> 33 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> A nucleotide sequence of primer PAG-U 
<400> 9 

gtgggtaccg aaatgaccat ggttgacaca gag 33 
<210> 10 
<211> 33 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> A nucleotide sequence of primer PAG-L 



# • 
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<400> 10 

ggggtcgacc aggactctct gctagtacaa gtc 33 
<210> 11 
<211> 33 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> A nucleotide sequence of primer PAA-U 
<400> 11 

aaaggatccc gcgatggtgg acacagaaag ccc 33 
<210> 12 
<211> 33 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> A nucleotide sequence of primer PAA-L 
<400> 12 

cccgtcgact cagtacatgt ccctgtagat etc 33 
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